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(57) Abstract 

Novel quinolinc derivatives and quinazoline derivatives represented by general f rmula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutical ly acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein R, andR 2 represent each H or C M alkyl,orR| and R 2 together form Q.3 alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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4 1 




(iCH 2 T*5 0 ] 

So 

III *SM8<Pfl:Sftg)fflft 
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mma mt-l*. Mrtft** ttrtrttt^ £T»#s ttMft^ ii§&&#) 

ztibo&wsmiu &nm^h>tiT\.*zmm. mmm. atiRai* 

t Kn + i/^Dtf;U-bAo-x> fcfx;Ut 0 D U K ; rt^Ji ITli, 

£SiJ£W0. 5-50S2%. ff£L<lix 1-2 0M%iiJr?<k£o 

< l*l~~5 Omg/kg #S©l5ffl-efc*K :ti^l Bl@£fcl*&l5jlC:&ttT&^ 
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m m m 

rfJSgi£,©2, 6 -v*fc Ko4-->^7^ U> (9 6 1 mg) £N, N-^W 
*;bA7S K (1 00ml) KjgfrLfcfk ifcKaytfA (l. 244 g) £JD 
*MlCT*#Lfco 3 0£fftS^f-;mSI (1. 14ml) < t^TL 

fc«U »=-ttMfcT«»Lfco RiS«^*2NilfflfeK»«-ecfijftiLfc^ 

* i ^xf-^r^ii iwiiif - -fc»*«f*w»^ r * ^ a 7?*a» l mt 

-lc:«fct)*B9!lU *B©ft6«f£3 0 7mg N JR*2 9«1f»fco 
1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 9 (s. 3H) . 
7. 0 0-7. 18 (m, 4H) , 7. 5 3-7. 7 0 (m, 2H) 
©Afttfrfg (FD-MS, m/z) :174 (M + ) 

6, 7-SM h*->-4- (6-^ H^->-2-^-7W^-» U > 
(12) 

4-* do- 6, h*WJ> (7 5mg) £IIJ6#|1-C , l§rt:6- 

/ h+y-2-t7h-;l. (17 4mg) fcfi&U 1 8 0W3 O^IBHK^L 
fcfc* RJti»^*^**>/T-bh> (2/1) 1?*Ht-*Wl->»l*y;^ " 
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1 H-NMR (CDC 1 3 , 90MHz) : 6 3. 9 6 (s, 3H), 4. 0 

7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d, J = 5. 71Hz, 1 

H) , 7. 18-7. 3 6 (m, 3H), 7. 5 6-7. 9 1 (m, 5 H) , 8. 
5 0 (b r, 1H) 

M#*T*I (FD-MS, m/z) :36 1 (M + ) 



6, 7-^^ h*i/-4- (2-^-7f-^4-'» *V U > (1 0) 
4-^nn-6, 7-^h + WJ> (4 5mg) tffimFa<D jS-i-7 f> 
(14 4mg) £il&U 1 8 0^#2#fBI«#Lfcik H»J 2 £: |sHt© 

1 H-NMR (CDC 1 3 . 9 OMH z) : 5 4. 0 5 (s, 3 H) , 4. 0 
6 (s. 3H), 6. 52 (d, J=5. 28Hz, 1 H) . 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (b r, 1 H) 

MbWMB (FD-MS, m/z) :3 31 (M + ) 

6, 1- 9 J* h*->-4- (7-j* h*->-2 - JM* * •» *y 'J > 
(1 3) 

4-*od-6, 7-v^ h + v'+y 'J > (8 9mg) tim8x<D7-t 
■>-2-t7h-^ (2 0 9mg) £«£U 1 8 0t*3 O^RTO* ltz'&, 

mmm2 tmrnnntt^zi-zmmL, ^s®ft£#i£5 9mg N ir$4i%t 

1 H-NMR (CDC 1 Q , 9 0 MHz) : 6 3. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H), 4. 07 (s, 3H) , 6. 54 (d, J=5. 49Hz, 1 
H) , 7. 10-7. 2 4 (m, 3 H) , 7. 4 9-7. 9 1 (m, 5H) , 8. 
49 (d, J=5. 49, 1H) 
3Bt^#fffi (FD-MS, m/z) :36 1 (M + ) 

5-y h*i/-l-i-7 b-Jl 

mBss® i , 5 - ? t k n * i/+ 7 ? v >&&m i > tmm 1 1 mwtomrc 

J; ami Ltz 0 iR^2 8% 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : 64. 0 0 (s, 3 H) . 6. 7 
9-6. 8 9 (m, 2H) , 7. 3 0-7. 4 8 (m. 2 H) , 7. 6 9-7. 
9 0 (m, 2H) 
9M&Vm (FD-MS, m/z) : 174 (M + ) 

mmm 6 

6, 1-*J* h*»>-4- (5-^ 1 *J U > 

(1 1) 

4-?oo-6, 1- ! J* h + i/^y I) > (8 5mg) iHiSW5"e»fc5 - 
y h + i/-l-t7h-;b (6 7mg) *fi&U 1 8 0t*2 0»U 

m> mM2tmm<omptz*'>Timu %m®<t&®jti 9m g , wi 4 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 4 (s, 3 H) . 4. 0 
8 (s, 6H), 6. 31 (d, J = 5. 27Hz. 1 H) . 6. 83-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 29 (s, 1H), 8. 43 (brs, 1 H) 
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KMfimm (FD-MS. m/z) :36 1 OVT) 

6, 7-?y h*->-4- (4--f > KD>>M-*'» 4^ U > (1 7) 
4-^no-6, 7-vV h + ->+y U > (1 1 2mg) £7fflR£0 4-fc K 
n*5/-f>K-^ (2 0 0mg) £il&U 1 8 0W3 O^fflJiffLfco 

S£?Dn*;UA/#&:iLf-;|, (3/1) -eSBB-rsSiJiv/'J^y^^n^h^ 

1 H-NMR (CDC1 3> 90MHz) : 6 3. 9 5 (s, 3 H) , 3. 9 
6 (s, 3H), 6. 08-6. 13 (m, 1 H) , 6. 35 (d, J = 5. 2 
8Hz, 1H) , 6. 83-6. 93 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H) , 7. 62 (s, 1H). 8. 40 (d, J=5. 05Hz, 1 H) 

©*£0ftii (FD-MS, m/z) : 320 (M + ) 

6, 7-i?n^v/-4- (3, 4-i?/ h*i/7*y*'» *>"J > (8) 

4-^dd-6. 7--?y b*i/*y y > o omg) <hmig.£i©3, 4--^ 

y h+^7i;-;l, (18 7mg) *fi£U 1 8 0 W 3 0 #F«38t# L 

U &Jl<Dfl:&$l£2 6mg, IR^I 9%X^tz Q 

1 H-NMR (CDC 1 3> 5 0 0MHz) :<53. 8 7 (s, 3 H) , 
3. 93 (s, 3H), 4. 05 (s, 3H) . 4. 06 (s, 3 H) . 6. 4 
5 (d, J = 4. 9Hz, 1H), 6. 75 (d d, J=2. 4Hz, 9. 2H 
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z. 1H). 6. 75 (d, J=2. 4Hz. 1H) , 6. 93 (d, J = 

9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s. 1 H) , 8. 48 

(d, J = 4. 9Hz, 1H) 

M#tfff& (FD-MS, m/z) : 34 1 (M + ) 

6, 7-v>V h*->-4- (6-4-/ 'J;M-*>0 'J > (1 5) 
4-*no-6, 7-5M h + U> (90mg) tmRS,d>6-t Kn 
+ U > (1 7 6m g) fcfcffiU H»J8 £ITO©JI^?K£:fcJ;C^ 

X H-NMR (CDC 1 3 , 500 MHz) : <5 4. 05 (s, 3 H) . 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 4 4~ 
7. 6 2 (m, 5H) , 8. 1 3 (d, J = 8. 5 Hz, 1 H) , 8. 2 2 (d, 
J =9. 2Hz, 1H) , 8. 5 3 (d, J =4. 9H z, 1 H) , 8. 9 4 

(d, J-4. 3Hz, 1H) 

KS&fftt (FD-MS. m/z) :332 (M + ) 

mmmi o 

6, 7-S?j* h*->-4- (3-7;l/tn7x;t'» *y 'J > (4) 

4-?on-6, 7-^ h + i/+;'J> (lOOmg) imSSS© 3 -7)1 
*D7*;-* (0. 2 0ml) £g&U 1.8 0W3 03JBB«»Lfco RJS 
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mg, JR^9 4%"e^^o 

1 H-NMR (CDC1 3> 500 MHz) : 54. 04 (s. 3H), 
4. 06 (s, 3H) , 6. 56 (d, J=4. 9Hz. 1 H) , 6. 9 3 (d. 
J=9. 2Hz, 1H), 6. 95-7. 05 (m, 2 H) , 7. 39-7. 4 
5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 50 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

fMfc£#Hl (FD-MS, m/z) :29 9 (M + ) 



mmmi 1 

6, Y*i/-A - (3-b Kp^'>7x;^'» 'J > (5) 

4-^on-6, 7->7^H>"J> (3 0 0mg) ilUIRSOl/VOUv' 
>*;7-irf-b (0. 8 3 5ml) *«£U 1 8 O^WJWPLfco 

3 7 m g s JR^9 %T~%K 0 
X H-NMR (CDC 1 g. 500 MHz) :<54. 01 (s, 3H), 
4. 02 (s, 3H) , 6. 48 (t, J=2. 4Hz. 1 H) , 6. 5 9 (d. 
J=5. 5Hz, 1H), 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) . 7. 33 (t, J = 
7. 9Hz. 1H). 7. 3 9 (s, 1H), 7. 47 (s, 1H), 8. 40 
(d, J=5. 5Hz, 1H) 
@fi##HI (FD-MS, m/z) :29 7 (M + ) 
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mmmi 2 

6. l-V/ b*is-4- (4-to^7x^-» *7 U > (7) 
4-^od-6, 7- h + ^+yj > (1. 0 0 g) <hffilSi&©4-7'n 
*7x/-^ (1 1 5mg) £zg&U 1 8 0#RJMI#Uco 

^-K^^U S^©ft:£$r&l. 2 0g, JR^7 6%T?ffco 

1 H-NMR (CDC 1 3 . 500 MHz) : 6 4. 04 (s, 3H), 
4. 05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1H), 
7. 58 (d, J=8. 5Hz, 2 H) . 8. 51 (d, J=4. 9Hz, 1 H) 
Sftfrtfrffi (FD-MS, m/z) : 3 5 9 (M + ) ,36 1 (M + + 2) 

6, h^->-4- (2-^ h^->7x/^-» *J 'J > (1) 

4-*on-6, 7-^ h*S/*y 'J > (1 02mg) imSSS02 -/ h 
^>7x;-;K0. 5ml)«r»^U 1 5 0W8l$fiSHK# Lfc 0 RfcmS 

* H — NMR (CDC 1 „, 9 0MHz) : 6 3. 78 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 3 1 (d, J = 5. 3Hz, 1 H) 
. 6. 9-7. 4 (m, 4H) , 7. 4 2 (s, 1H), 7. 6 3 (s. 1 H) , 
8. 45 (d, J=5. 3Hz, 1H) 
MMfiVrtiH (FAB -MS, m/z) :3 12 (M + +l) 

HWJ14 

6, 7-v?^ h**>-4- (3-y Hr»>7xy*-» *>MJ > (2) 
4-^on-6, 7-vM h + vMV »;> (103mg) irfjS&S© 3 h 
+ ->7xy-;l/ (15 8mg) *R£U 1 6 0 *W 9 ftBHW* L fc e RitaB^ 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 82 (s, 3H), 4. 0 
4 (s, 3H) , 4. 05 (s, 3H) , 6. 5 3 (d, J = 5. 3 Hz, 1 H) 
, 6. 7-6. 9 (m, 3H), 7. 35 (t, J=7. 0Hz, 1 H) , 7. 
4 3 (s, 1H) , 7. 5 4 (s, 1 H) , 8. 5 0 (d, J =5. 3 Hz, 1 
H) 

@S£#HI (FD-MS, m/z) :311 (M + ) 
HJ60J15 

6, h*v/-4- (4-^ h^'>7x;^v/) *J >J> (3) 

4-^dd-6, 7-5?^ h*S/*y U > (1 0 3mg) trffIRS© 4 -/ h 
*->7xy-^ (2 8 6mg) £fi£U 15 01C*6Wriai»»Lfce 
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f-^Tsw-r s i/ u * y ju* 7 a * d -7 h ^-7 -7 1 - tc j: & mm u sg©{k& 

«B*2. 2 1 g. iR$8 8%X~'&tz 0 

1 H-NMR (CDC 1 3 , 90MHz) : <5 3. 85 (s, 3H), 4. 0 
5 (s, 3H), 4. 05 (s, 3H). 6. 41 (d, J=5. 3Hz, 1 H) 
. 6. 97 (d, J=9. 5Hz, 2H). 7. 14 (d, J = 9. 5Hz, 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3Hz, 1H) 

mmfttitm (FAB-MS, m/z) :312 (M + +l) 



mmmie 

6, i-vt h^->-4- (5-^y d;m-*-» *j >; > (i 4) 

4-? do- 6, 7-5^ Y**s*J U > (5 Omg) irfTSKS® 5 - t Kn 

«j > (5 omg) £s&u 1 7 ot*i o^iaatff Lfco sies^ 

£LT&fcg&£^*lf-://#&x*ji, (l/l) THBMU »c*nniM,A 
(5 0/1) Tg§at£i£Jii/y#y;U?D^N/5 7*-fc«fc£ 
*WHU ^®<ZHb£«3£4 7mg N iR$6 4%-e^ 0 

* H-NMR (CDClg, 90MHz) :54. 06 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2~7. 5 (m, 
3H) , 7. 68 (s, 1H) , 7. 7-8. 4 (m, 3H) , 8. 46 (d. 
J = 5. 3Hz, 1H), 8. 49 (dd, J = l. 76Hz, 4. 17Hz, 
1H) 
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®S#*/T<ifi (FD-MS, m/z) :3 3 2 (M + ) 

mmm 1 1 

6, h*->-4- (1-^7t^M-*'» *J *)> (9) 

4-^dd-6, 7-v>^ Y*^*J U > (97mg) irfrjESo 1 h 
(3 4 Omg) *fi&U 1 5 0 W 8 B#R8ig# L £ 0 RIoiI£$[£tafi]gt 

fz^m^^y/im^^ (3/1) -egMBU ^na^A/^y-^ 

(1 0 0/1) -CMffltZ^V *W7A?a7 h/?7^ - K J; 0 fjf $g U 

M{-^+"^>/ftiftX7 < -;U (1/1) T'SgitSli^'i*^^ h^77 

1 H-NMR (CDC 1 3 , 9 0MHz) : 64. 0 5 (s, 3 H) , 4. 0 
5 (s, 3H) , 6. 32 (d, J = 5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8-8. 0 (m, 3H) , 8. 3 5 (d, 
J =5. 3 Hz, 1H) 

mmftmm (FD-MS. m/z) :33 1 (M + ) 

nmmi s 

6, 7-vM h*i/-4- (5--f > K'J;M-*>0 *y U > (1 6) 
4-*dd-6, 7-^h*'>*;'J> (1. 0g) £fff|RS©5-fc Ko 
*W>K-;U(1. 19g) *«£U 15 0W1. 5^rNIIIH^U^:o 

WKxf-;m*iafD«fi*-c*^ h »j ^tssLfco meet® 
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* j - JKD^mvmmmmm^m^ i z mm? ^y^w^A^oTh 

1 H-NMR (CDC 1 g, 90 MHz) : 5 4. 05 (s, 3 H) , 4. 0 
7 (s, 3H) , 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5~6. 7 (m, 
1 H) , 6. 9-7. 6 (m, 5 H) , 7. 6 7 (s, 1 H) , 8. 4 4 (d, 
J =5. 3Hz, 1H) , 8. 55 (b r, 1 H) 

(FD-MS, m/z) :3 2 0 (M + ) 

Hftm 9 

4-*nn-6, 7-v>V h + S'*/ »J > (5 Omg) imaSn D D 0 3-y 
v"0-tf>f-*-;U (7 7mg) *«&U 1 8 0t*>3 0 8>M«# L fc 0 
Wl 8i|i|«Oli^«koTll|«!U Sg©ft&^£7 2m g> JR$10 0%-e 

1 H-NMR (CDC1 3 , 9 0 MHz) : 6 3. 7 9 (s, 3H) , 4. 0 
1 (s. 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 

K*£*Ht (FD-MS, m/z) :32 7 (M + ) 

fS*fe0J2O 

6. 7-i>V h*->-4- (4-/ ^^7x~W) 'J > (11 8) 
4-^dd-6, 7-S?y y > (5 Omg) £rfj|RS©4-y 

v/^>tf>**-;U (6 3mg) £S£L S 1 5 0W5£M»#Lfc o fgjfctil 
1 8 i fWD&frK <fc o TmS!{ U ? a o ATilftt Z>Z.t\z&*)& 
lOft^8 0mg, iR^l 0 0%T'f§fc o 
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1 H-NMR (CDC 1 g, 90MHz) : 8 3. 88 (s, 3H), 4. 0 
3 (s, 3H) , 4. 05 (s, 3H), 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 15 (d, J=8. 7Hz, 2H) , 7. 38 (s, 1 H) , 7. 39 
(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 
@*##Tfii (FD-MS. m/z) :3 2 7 (M + ) 

mBS5pffl4-^o^7xy-;b (17. 3g) £N. N-yyf^;bA7i 
K (9 0ml) \z®mitzik^ *^T**<t^- h 'J ^ (2. 6 4 g) *Jnifc 0 
M&TKT— Bfclt£N£> ^oD>fWf;l/X-f^ (8. 3 5ml) ^flO*^ 
SKI SWIM* Lfco R£«£to**£IiSfc**;i'T£iiiU Mxf-^«£fc 

1&*18. 2 5gx iR*8 456T?»fco 

1 H-NMR (CDC 1 3 . 9 0MHz) : 5 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H) . 6. 91 (d, J=9. 2Hz. 2 H) , 7. 38 (d. J = 
9. 2Hz, 2H) 

©*#tfrfit (FD-MS, m/z) :216(M + ), 218(M + + 2) 
fli50J2 2 (#%W 

4 - b u-n-rf-;uf->-i-y h^->y Wxy-^ 

H»J2 lT9fc4-"/a*-l-y h + ->^f^7i;-^ (15. 99 g) 
*i*f h5tKD75> (20ml) icjgflU 7;l^>3fflftTrt3lRS©-7 



WO 97/17329 PCT/JP96/03229 

5 5 



(1. 9 7g) ^tMZ.. HKa^fjlcD&Tk^h^fc Ko7 5>ig 

»'IfiCHofcBlfT\ f h7kKn77> (10ml) iziftffi LfcifjfRS© 
mithV-n-ri-JlxX (2 3. 99 g) «o< *)tMTltz 0 m&tp4&f 

^ o o *;UA/i£$S7WSit&v i/ 0J*-e&M L fcSL »BET»tt9*-r 5Ct 
*) 3 1. 3 9 gs Wl 0 0 %TWc 0 
1 H-NMR (CDC1 3 , 9 0MHz) : 6 0. 8 0~ 1. 6 5 (m, 2 7 
H) , 3. 48 (s, 3H), 5. 17 (s, 2H), 6. 91-7. 42 (m. 
4H) 

M#$fffi (FD-MS, m/z) :4 28 (M + +l) 



HWJ2 3 

4-b Kp^->7 j.~;t/ 4-h'J7;i/tpyfjl>7x-^ 7-h> 
^JS^J2 2Tf§fc4- h U-n-y^^f-^-l h + i/^^7x;-;l/ 
(1. 28 2 g) t rfjflRi&®4- (b >j7Jl/tD>f W )\>9 o »J K 

(6 2 6mg) t^on*^ (5ml) CWBU ffifl£o a D ©liX (h'j7x- 
» /*5 5>*A (ID ^ o >j K (8mg) £A*U 5#Rafi8SEL*:o 

u mumt± j*fc®m?$m?z c <h m £ tifcx-f;n^i 

TkHKv «> -7 a L fc 0 MBETfc&S£&lc'£ t> nfcKit ( 1 . 0 2 8 
g) h5tKD77> (2ml) izmmtS^ 7K (5ml) <h 6 N&ifckjif 

«e ( 1 2 m i ) trM^x 4 . 5 b^sse l K^m^m^mmmt^ h U */ A 

Tk^ftii-xA-T^iiU i-x^l^TKBSKv^v'^AT^*!^ SEE 
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■? h/77>i -K«fcD*!!i!U mmnfc&fa&a 4 8mg> JK$3 0%T-?#fco 
KSSMffll (FD-MS, m/z) :2 6 6 (M + ) 

(4-h'J7;l/toyf^7x^) {4- [(6, 7-^^y-4-^ 
SVjV) 7*-M (2 9) 

4-^dd-6, 7-^h*>*; , J> (8 1mg) £fU6fl2 3T??#fc4 
-kKo+v'7i-;l/ 4-h l J7^nyf;!,7x-^ Vh> (288mg) 
*fi£U 1 8 0°C4>2 Oftfim#lt:fa >/7-fe h > 

(2/1) T'Iit5ily 'J nv h /5 7 ^ - CJ: f)iiL^ ^Jg© 

ffc&4&£9 8mg. tiim6 0%-cmtLo 

1 H-NMR (CDClg, 500 MHz) : 6 4. 03 (s, 3H), 4. 
06 (s, 3H) , 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d. J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) . 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H). 7. 91 (d, J = 7. 9Hz, 2 H) , 
7. 94 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J = 4. 9Hz, 1 H) 

li^tffl (FD-MS, m/z) :45 3 (M + ) 

IU6flJ2 5 (#%#!) 

4-bKn^i/7x-^ 4-yf;l/7x-;l/ b > 
HJfe0J2 2T*§rt:4- HJ-n-T^U^-l-y h + ->/f^7xy-;l/ 
(1. 2 82g) im©D&0 4- D K (4 64mg) £?on* 

(5ral) KflHBU TtjRSOe* (h'j7x-;b*77^» 
(II) ^o'JK(8mg) £A*U 8^««£L^o Kt&S&^iOtefll 2 3 £ 
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Lfco ^ETWitflfcSi (9 6 7mg) *f h5kKn77> (0. 5 
ml) \zm&Zlt* 7K (4ml) <!: 6 N4Sift*»tt (1 0ml) »T7^I 

lmg, JR*3 4%~zmtZo 

(FD-MS, m/z) :212 (M + ) 

H»J2 6 

{4- [ (6> 7-v^y U;U) 7x-;H (4-y 

^;b7^-;b) y^y > (3 0) 

4-^do-6, 7-->7 h^->+;'J> (8 9mg) £H;&fe01J2 5 Tfifc4 
-tKn + ^7i-^ 4-yf*7*-A- y h > (2 4 8mg) £sg£-U 

1 8 o w 1 o araas* l mmm 2 At nmw&xmm- z>z.t\z±\o^ 

*S0<fc£#l£l 18mg, 4%?ntL 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 2. 4 5 (s. 3H) , 4. 
03 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J = 5. 5Hz, 1 
H) , 7. 27 (d, J = 8. 6Hz, 2H), 7. 30 (d, J = 7. 9Hz, 
2H) , 7. 4 6 (s, 1H) , 7. 4 9 (s, 1 H) , 7. 7 4 (d, J = 7. 
9Hz, 2H) . 7. 91 (d, J = 8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 
©«##Hi (FD-MS, m/z) : 3 9 9 (M + ) 

H&0IJ2 7 (#%W 

3-^DQ7x~;l/ 4 - b Kn^->7 »h> 
H^I2 2-e^4 - hU-n-y^-^>-l-^ h + ->^f;l/7x;-^ 
(1. 28 2 g) irfJaSD a D©3-^nD<>yV^^n'J K (5 2 5m g) 
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DD-t^A (5ml) izjgmi. mSS D n D©t"x (h U 73.-)l*xyj » /<5 
•?>7Z* (II) ? o D K ( 8 m g ) £A*U 7 B*fe1&dfc I £ 0 Sl&iil&tl^JIPJ 
2 3t|l|1i©^T-5Jli1-'5C:<!:lc«fc0^i-^^S^. MtHM?^ 
AT^Lfco &ffT7&&®£m*§^*I (1. 9 1 4 g) ©ft. -» (1. 5 
6 3g) fh7tKo77> (1ml) icfg»3-t*\ 7k (7m 1) £6 

U&m&fflH. (17ml) *Jp>lr 8l*Pi8«*Lfco K£S£tt£ISiifl!2 3 t 
mm®l5mT'>mU 3cJS©{b&#l£3 1 3mg. 1R^2 2%Ti#/c 0 
li^i (FD-MS, m/z) :2 3 2 (M + ) 

££042 8 

(3-^ □P7x-;U) (4- [(6, 7-v?y h*»>-4-*7 UJIQ sM 5 - 

•>] 7x_M y > (3 l) 

4-*oo-6, h + i/+y 'J > (8 9mg) tH»J2 7T^3 

-?dd7i^1/ 4-kKn+->7x-;b y h> (2 7 9mg) *jg^U 
1 80W20^^L^o HJfe^J2 4«h|5|^©^ ( 4Ti|i^-rsc<h{i«kt)> 

1 H-NMR (CDC I 3 , 5 0 0MHz) : 5 4. 0 5 (s, 3 H) , 4. 
01 (s, 3H), 6. 71 (d. J = 5. 5Hz. 1 H) . 7. 31 (d, J 
= 8. 5Hz, 2H). 7. 51 (s. 1 H) , 7. 69 (s. 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H) , 8. 12 (s, 1 H) , 7. 37-8. 03 
Cm, 4H) 

(FD-MS. m/z) : 4 1 9 (M + ) 
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9 (#%#l) 

mS£n a D ©-bn^> (5ml) 4\ rffH£ D a D © 7 ^ 7 - ;U (54 lmg) 
ISS© 4 - t - >W JU* a 'J K ( 9 8 3 m g) <t rfflRS®** > ; J*y 
A(III) h ij7;bto^ h (4 9 2mg) £Jn*.x 6 0°C(rT2 

£8 6 2m g> iR^6 4%tr^3t 0 
Kft^tlffil (FD-MS, m/z) :26 8 (M + ) 

2SJfeW3 0 (##W 

4 - t - ^fib7x-;l/ 4-b Ka4-'>7x-;U 
HSI6W2 9T#fc4- t -7^7x-;l/ 4-n + ->7x_;b 
(8 6 2mg) £N, N-v^^*;l/A7S K (3 5ml) {c&fc?U + Y U 
«7A^y h + (5 62mg) *jDi % T^^>aPBB»T3«Ha«flELfc 0 
EJ6«£4&*1 0%«J>BfaK»tttiaixf'j|/7?^iBLfc^ #Kxf-;WB**f 

7 9 4m g> JR^9 7%T'^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 36 (s, 9 H) , 
6. 92 (d, J=8. 5Hz, 2H), 7. 49 (d, J-8. 6Hz, 2 H) 
, 7. 72 (d. J = 7. 9Hz, 2H), 7. 79 (d. J=8. 5Hz, 2 
H) 

MbWrfc (FD-MS. m/z) :2 54 (M + ) 
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mmmz 1 

(4 - t -7?-;l/7^-;l/) {4- [ (6, 7--^ 'J;b) 

4-?po-6, 7 -it/ h*'>*/ 'J > (3 4 lmg) <tH«J 3 0 T'#fc 
4-t-^;l/7x-i 4-tKo + -/7x-;b (77 5mg) ^1 

&U 15 0t*15^fasmLfc o ^*V>/T*YyxmmtZ> : sVi]>f)\' 
J]?<L?a'?hy774-iz&t) , )fmL £S©ft&<8j£7 2mg N JRJtfl 1% 

1 H-NMR (CDC 1 3 , 500MHz) : 51. 38 (s, 9H), 4. 
04 (s, 3H) . 4. 06 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J = 8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 7. 5 
0 (s. 1H), 7. 52 (d. J=8. 5Hz, 2 H) , 7. 78 (d, J- 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz, 1H) 

n&ftffim (FAB-MS, m/z) :44 2 (M + +l) 

nwj3 2 

4-¥?*-Jl 4-^ h4->7x-jl/ frh> 

TfrHES©^ h a y * > (5 0ml) miSSOT-V-^ (3. 2 4 4 g) 
tmi££©4-:7x^;K>\/>OI/?n u K (6. 5 0 0 g) irfrfl&S,©^ «y f- 
;ut'^A (in ) h V7)i*ut v (l. 86lg)£fla>u 

6 0°C(CT2 4^it^L^o Ri6»^ft**i^aa*;UA^iB^ ?dd 
*;UA«^^8»v^*->^A7?«»L«^«^ffl±LT»fcB|ji (9. 8 
4 2g) ©—St! (1. OOg) ^+*>/T-b h >-??RBM-S •> 'J 

^*5A^n-eh^5 7-f-lcJ:0««U MOtt&tl^ 3 0 0 m g N JR^3 
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1 H-NMR (CDC 1 g . 500 MHz) : <5 3. 90 (s, 3H), 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t, J=7.'3Hz, 1 H) , 
7. 48 (t, 3 = 1. 3Hz, 2H), 7. 65 (d. J = 7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2 H) , 7. 85 (d, J = 8. 5Hz, 2 
H) , 7. 87 (d, J =9. 2Hz, 2H) 

mmfttiim (FD-MS, m/z) :28 8 (M + ) 



mmm3 3 mm\) 

MMm3 2«4-t'7i-;l. 4-/ h + ->7x-;b (2 6 7m 

g) £N, N->>^;U*;bA7S K (2 0ml) * h U 

h + v'K (162mg) *Hn^. T-rt/=f >3?fflSlT 3 NrffljldiE L fc 0 R(SiR^«! 

•*-*C£l;:J;»K &m<04t&fa&2 0 7mg. iR^8 2 96TffSfc 0 

1 H-NMR (CDC l 3 , 5 0 0MHz) : <5 6. 9 1 (d, J =8. 5H 
z, 2H), 7. 43 (t, J = 7. 3Hz, 1 H) , 7. 52 (dd, J=7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J = 8. 5Hz. 2 H) , 7. 7 
5 (d, J = 7. 9Hz. 2H) 7. 77 (d, J=7. 9Hz. 2H), 7. 
83 (d, J = 7. 9Hz, 2H) 
®g#»rffi (FD-MS, m/z) :2 7 4 (M + ) 
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{4- [ (6, t^->] 7x^} (4-fc* 

/ ? ; > (3 3) 

4-?dd- 6, h + 'J > (6 5mg) iHWJ3 3Ti#A:4 

-k*7x^ 4-tKo+i/7x-^ ^rh> (79mg) 180 
W3 0aW«#L*:o M^?DD*^A/Sixf;b (10/1) T? 

®&f§-r >j D7 h ^7 7 -f - ia mm<D<t&®& 5 0 

*H-NMR (CDClg, 90MHz) :<54. 11 (s, 3 H) , 4. 1 
4 (s, 3H), 6. 74 (d, J=5. 3Hz, 1 H) , 7. 30-8. 09 
(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 
Il^I (FAB-MS, m/z) :4 62 (M + ) 

mBR D n DO-ha^ (1 0ml) ^ iUIRa©7-V-;l/ (1. 08 1 g) 
t miSo D D© 2-7-7h-f;^on'(l. 9 0 6 g ) <t rflKiS©^ y -f;l/ If? A 
(III) MJ7;M-oy h (6 2 0mg) £fln;U 6 0t:^T8 

^1?RH1-* >"J*7 ^1/^77 A? cv h/777>f -KYUSHU 

^ H -NMR (CDCig, 500 MHz) : 6 3. 89 (s, 3H), 6. 
98 (d. J = 9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 58 (t. J = 9. 2Hz, 1H). 7. 86-7. 93 (m. 6 H) , 8. 
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21 (s, 1H) 
Mfc&flr* (FD-MS. m/z) :26 2 (M + ) 

HWJ3 6 (#%0D 
4-fc Kp4->7 ^->>t/ 2-^7^ »h> 

^Sfe0J3 5T*§*:4-y F + ->7x-;l/ 2-^7^;U 7"h> (735mg) 
&N, N-v?y?- ATS K (2 0ml) ICjgtfSU * M *A*-;t-y 
*>K (4 9 1mg) tin** T^^>^fflmT5^rrBlSMLfco KiCS^fl 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) : 6 6. 9 3 (d, J = 7. 6H 
z. 2H), 7. 61 (t, J=7. 0Hz, 1 H) , 7. 67 (t. J=7. 
3Hz, 1H), 7. 74 (d. J = 8. 5Hz, 2H), 7. 78~7. 80 
(m, 1H), 8. 0 2-8. 10 (m, 3H), 8. 2 5 (s, 1 H) 

M#tFfte (FD-MS, m/z) :24 8 (M + ) 

§S!fe0J3 7 

{4- [(6, 7-^^ h^i/-4-^;'J^) t^->] 7x-;l/) (2-J- 
yi-Jl) *9 J > (3 4) 

4-*uo-6, 7-v>V h + v'+y 'J > CI 1 2mg) tm&m3 6T"'&tz 
4-kKn*i/7x^ 2-*7^U y h > (1 2 4m g) £fi£U 1 8 
0°C4>3 0»IW»Lfc, ££S^$mi0aR**^ h 'J fA«i?oo 

fr^gg (2 2 7mg) <D-g& (5 0mg) £lK?)x ?dd^m/ 
#3&x*,>l/ (5/1) T"S§at-5»^->'J*y;l/^av h^5 7^f -|c<f;t)ft» 



WO 97/17329 



64 



PCT/JP96/03229 



U £ffl©fb£fc*l lmg. iRs£2 3%-e^ 0 

1 H-NMR(CDC1 3 , 90 MHz) : 6 4. 05 (s, 3H) , 4. 0 
7 (s. 3H) , 6. 70 (d. J=5. 3Hz, 1 H) , 7. 35 (s, 1 H) 
, 7. 4 8-7. 9 0 (m, 5H) . 7. 9 6-8. 0 5 (m. 6 H) , 8. 2 
9 (s, 1H), 8. 60 (d, J = 5. 3Hz, 1 H) 

©g#tfHI (FAB-MS, m/z) :4 3 6 (M + +l) 

rUK^O- hD^> (10ml) 4\ WpC7-V-;b (1. 0 8 1 g) 
tlfiffi§ 1 a<D2-Ty -Ol?v*) K (1. 4 6 6 g) irfTKSO'f yfA^A 
(III) bU7;M-a;<*>x;l/*;f--h (6 2 Omg) £}JQ;i. 6 0X^X8 

!K ^@®ft£®f£9 6 5m g. JRJ$4 4%T-|#fco 

X H-NMR (CDClg, 500 MHz) : 6 3. 89 (s, 3H), 6. 
98 (d, J=8. 5Hz, 2H). 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz. 1H). 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d. J = 4. 
9Hz, 1H) , 7. 90 (d. J=8. 6Hz, 2 H) 

@S#tfflg (FD-MS, m/z) :218 (M + ) 

4 -fc Kp4-->7^_;U 2 -f-Ji-^U frh> 

HJfe0J3 8-efifc4-y h + ->7x-;b 2-f-i-^ ^h>(8 0 4mg) 
£N, N-^f;^A7;K(3 0ml) lw®A?U ^ M * A?-*,* 
•>K (6 4 5mg) £*JD;u 7;U=f>»H»T5«rHfflBlEtfco SJCA^r^H 
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ttW3 3 tmko^mzm^x^mu m&^>m*mimm-?y*^<5J*~z 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : d 6. 8 4 (b r s, 1 H) , 
6. 93 (d, J=8. 5Hz, 2 H) , 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d. J=8. 5Hz. 2 H) 
®£##Ht (FD-MS, m/z) :2 04 (M + ) 

{4- [ (6, 7-y7^y-4-4;'J^) t^->] 7x-;l/} (2-^ 
> (3 6) 

4-^ao-6, 7-^ h + i/+;'J> (112rag) £HS60I3 9Ti§fc 
4-tKo+->7x^l/ 2-f-x-;U ^rh>(102mg) 16 

o v * 4 o #p.a!£# l EUGm&tozmmm 2 At mm^rnxmrn-t zz± 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 04 (s. 3 H) , 4. 
0 7 (s. 3H) . 6. 6 5 (d, J = 5. 5Hz, 1H) , 7. 2 0 (d d, 
J=3. 7Hz, 4. 9Hz, 1H), 7. 29 (d, J=8. 5Hz, 2 H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J = 3. 1Hz, 
1H). 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J = 8. 6H 
z. 2H), 8. 58 (d. J = 5. 5Hz, 1 H) 
ttSWm (FAB-MS, m/z) :3 9 2 (M + + l) 
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mmmi 

(4-^ao7x-;l) {4- [(6, 7 - 'J/ h *•>- 4 -t; D Jl) 

•>] 7x_;H y > (3 7) 

4-?dd-6, 7-^h*'>+>"J> (112mg) £ WBRmO 4 - * o 
U7x.-Jl 4-t Fa*i/7 jl-)1> >r h> (3 4 9mg) £jl£U 1 8 0 
, C#2 0$Wfl«J*Lfco 5JSi»?nD*M/^xf;l, (5/1) T?JR 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 03 (s, 3H), 4. 0 
7 (s, 3H) , 6. 6 6 (d. J =5. 3Hz, 1 H) , 7. 19-7. 3 4 

(m, 2H), 7. 4 4-7. 5 6 (m, 4H), 7. 7 1-7. 9 9 (m, 4 
H) . 8. 5 8 (d. J =5. 3Hz, 1 H) 

JI*#*rtt (FD-MS, m/z) :419 (M + ) 

H8S0J4 2 

(4-7;M-P7x-;U) {4- [ (6, 7 - V/ 4 U ;1Q * 

7x^} y^y > (3 8) 

4-^nn-6, D > (11 2mg) .hrfTlRS© 4 - 

tD7i^ 4-tKo+i/7x-;l/ *r V> (3 2 4mg) £ig£U 1 7 

«-cfct). aH©<b^«J*l 14mg> JR^5 7%T'fi^o 

1 H-NMR (CDClg. 5 0 0MHz) :6A. 04 (s, 3H), 4. 

07 (s, 3H), 6. 65 (d. J = 5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1 H) , 7. 27 (s. 

1H), 7. 28 (s, 1H), 7. 47 (d, J = 8. 5Hz, 2 H) , 7. 
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86 (d, J=8. 5Hz. 1H), 7. 88 (d, J = 8. 5Hz, 1 H) . 
7. 90 (d, J = 8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
m&Vm (FD-MS, m/z) : 4 0 3 (M + ) 

H»J4 3 

{4- [(6, 7 -SM h^v-4-^yj^) 7 ■*:=.;!/) (7x- 

^) * »y > (3 9) 

4-?dd-6, 7-->V h*->+y U > (9 lmg) «!:migD D n©4 - t Ko 
^>'/7x;> (2 4 3mg) *fi£U 1 8 0t*3 0#IBHJi#Lrt:o R 

tis&&to&mmm 31 1 mm^m-emm- & - 1 1- & d . xh©^^** 3 8 

mg> iK^2 4%tr^fc 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s, 3 H) , 4. 0 
5 (s, 3H) , 6. 66 (d, J = 5. 3Hz, 1H), 7. 3 1-7. 99 
(m. 11H), 8. 57 (d. J = 5. 3Hz, 1 H) 
nm&Vrm (FD-MS, m/z) :38 5 (M + ) 

mmm4 4 

3. 5- f J* h*ri/ h;l/JC> 

7-bh-h'J;U (200ml) |-rPKa©*;b->y -;U (5. 77g) 
3** ^y^;W« (8. 4 7ml) i^&rt'JCA (12. 3 g) £2JD*.T, 
2. 5^ffl|«Lfc 0 SJSi^ll***!:*^ ?Dn*;l,A-e#iiaU ?nn 

C£fc«fc!K £g©<t&$f£5. 04gx W8 2^|fc, 
X H-NMR (CDC 1 q , 5 0 0MHz) -.6 2. 3 0 (s, 3 H) , 
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3. 7 6 (s, 6H) , 6. 3 0 (s. 1 H) , 6. 37 (s, 2 H) 
H»J4 5 

2, h^i/-4->f->>U7xJi;U 4-nt->7x>^ *r h > 

&7kxh5t Kn77> (1 0ml) {z%Wi\4 4"Cf#*:3, 5 - v>V h*^ 
(1. OOg) ^«?Lx g^fflmT-4 5'C*mBSD a n ©2. 5M© 
n U**A-MMf->»fc (2. 9 0ml) £flnx.*:&x 3 0#&aj£# 
Lfc 0 Mlc. miSS.©4-^ h*v"<>y^;U*u'J K (1. 2 3 g) ^&fh7 
kKo77> (10ml) UifcJBU -4 5 < t*T>0o< Otin^fco lNrMSfi 
4»T?«#8U frfom&mzikt tan */UAT#ii U ^no * Ji/Aff&RftcflE 

xf-;l/ (5/1) TMBStS^U^U^A^o^ -T'ffi&tZZ 
i(C t t«9> ^®©{fc&tl£3 8 4mg, JR*2 0 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 2. 4 0 (s. 3 H) , 3. 
69(s, 6H), 3. 85(s, 3H), 6. 43 (s, 2H), 6. 89 
(d, J=9. 2Hz, 2H), 7. 82 (d. J=9. 2Hz, 2 H) 

HJfe0J4 6 (#%0J) 
2, Kd*S/- 4 -jt 7^1/7 x_;U 4-b Kd^t^7x-;I/ frh 

y_ 

m^mt/^-l'y (10ml) fc§J^0d4 5"C»fc2. 6-v?y h*v"-4- 
^f;l/7x-;b 4-n+'>7x-;l/ y h > (3 2 1 mg) £igj$?U 
^rfJBSS® h U yo^7 > (3 49ml) Ofla*./^ M4»T?-ft 
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X H-NMR (CDC 1 5 0 0MHz) : 62. 1 6 (s, 3H) , 6. 
16 (s, 2H), 6. 79 (d, J = 8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

HJ60I4 7 

(2, 6-ybKp^y-4-yf^7x^) (4- [(6, 
->-4-4yj;i/) 7x^1 **jy (4 2) 

4-*od-6, 7-y^ + y*y'J> (6 1mg) iH»J4 6 Tlf/c 2, 

(lOOmg) ^-^xfby/ij3-;k^f;bx-f;b (0. 5ml) 

i7ot*2 o#Ba«#Lfco sjefi^r^taft^ifck*^ k »; •> a#» 

(1 0 0/1) T?BBfff*>"J*^/75A^n-7 h^77>f -tc 

X H-NMR (DMSO, 500MHz) : 
5 2. 1 8 (s. 3H), 3. 9 0 (s. 3 H) . 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J = 4. 9Hz. 1 H) , 

7. 32 (d, J = 9. 2Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 43 (s, 
1H) , 7. 82 (d, J = 8. 6Hz, 2H) , 

8. 54 (d, J = 5. 5Hz. 1 H) 

MSMfftt (FD-MS. m/z) :4 32 (M + +l) 
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6, (4 hn7x; *7 u > 

4-^dd-6, \>*c : s*J »J > (1. 8 4 g) £rfflR,S®4--h 

D7x;-;K3. 4 2g) ^ 17 0 , CfcT5 0#Mlf#Lfco SfliT 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : 5 4. 0 1 (s, 3H) , 
4. 06 (s, 3H) . 6. 69 (d, J=4. 9Hz, 1H), 7. 27 (d, 
J=9. 1Hz, 2H) , 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J=9. 1Hz, 2H), 8. 62 (d, J=4. 9Hz, 1 H) 
©S£#Hit (FD-MS, m/z) :32 6 (M + ) 

6. 7-v?nt->-4- (4 -T ;;7x;t-» 'J > 
6. 7-v^ h + '>-4- (4--^ ho7x; + "» +yj > (1. OOg) 
*N. N-^^Jl/*Jl/A7S K/B^g?x^;b (30ml/15ml) fcflWPU 
1 ^%im.{^<3 V^p (69mg) ^JUn^ 7K^5?fflmT^S{cT 1 7 

tzftmitimi- h y ^A-e^#t^ 0 *EET*iiw*u mm<bit&®* 1 9 9 

mg. iR^8 8%T?#rt:o 

1 H-NMR (CDgOD. 5 0 0 MHz) : 5 4. 0 0 (s, 3H) , 
4. 00 (s, 3H) . 6. 47 (d, J=5. 5Hz, 1 H) , 6. 82 (d, 
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J = 8. 6Hz, 2H), 6. 96 (d, J=9. 2Hz, 2H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
M£0rffi(FD-MS. m/z) :2 9 6 (M + ) 

HWJ50 

N- {4- [ (6, 7 -if* b*i/-4-*s> 'J ■=.;!,) 7x_;U} - 

3-b°U y K (6 1) 

6, 7->V h*i/-4- (4-7U7x; + -» > (5 7m g) £ 

*)Ea0-3f->|| (3 7mg) £N, N-^yWM7; K (2ml) {c 
»»Lfc|fe^ l-if-;b-3- (3' ->J1-JlTiJ-7at°)\,) ijJlstfVJ i 
Kifilttfi (7 9mg) £Jn*.. £SfcT5l$|ig«#Lrt:o ££il&#j£7k<h8m 

U mm® 4t&®&: 4 7mg, JK^6 l%T**#fc 0 

X H-NMR (CDC I 3 , 5 0 0 MHz) : S A. 0 5 (s, 3 H) , 4. 
06 (s, 3H). 6. 49 (d. J=4. 9Hz, 1H), 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J=4. 9, 
7. 9 Hz. 1H) . 7. 5 6 (s, 1 H) , 7. 7 7 (d, J =9. 2 Hz, 
1H). 8. 26 (d. J=8. 5Hz, 2 H) , 8. 49 (d, J=4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) . 9. 13 (s, 1 H) 

MbWrtt (FD-MS, m/z) :40 1 (M + ) 
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mmms i 

N- {4- [(6, 7- s J* 4-*J V~)V) 7x-;l/} - 

(3, 4->>V b*i/7*-Jl) I K (6 2) 

6, 7-v» h*->-4- (4-7;77x;+'» +7'J > (5 6mg) i 
rfT|5n D D©3, 4-v^ h*>£.E§8K6 Omg) £N. N-yyfMwl,A7 
S K (2ml) fc*f?U l-i^;l/-3- (3* - V/ TJlT $ y Zfa t°Jl) 
iiA,#'J4 % (8 lmg) *K\z.^ MKT 2 2^HHIB^Lfco 

(1 0/1) TJggrT5v''Jrty;U#7A?o^ h^7-f -K«k*)*f£iU £ 
@©ft&«:7mg. JR^8%r^c 0 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 8 7 (s. 3 H) , 3. 
87 (s. 3H), 4. 06 (s. 3H), 4. 07 (s, 3H), 6. 48 

(d, J=5. 5Hz, 1H), 6. 63 (d. J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H). 7. 34 (m. 2H) . 7. 43 (s, 1 
H) . 7. 55 (s, 1H) . 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H), 8. 48 (d, J = 5. 5Hz. 1 H) 

Sfi##Hfi (FD-MS, m/z) :4 6 0 (M + ) 

H»J5 2 

N— {4- [ (6, 7- ! JJ h^->-4-4-y U-JU) 7^_;U} - 

f>?u^*Vyi])\,#*-Vl K (6 3) 

6. 7-^y h*S>-4- (4-7;;7x; + >» > (52mg) £ 
ffiBRu n n©v'?n^*^>rt;U#>& (4 6mg) *N, N- SM fA*AA7 $ 
K (2ml) fcifflfcU l-xf-;l/-3- (3' - ^>f^7 S y "^n fcfjU) £ 
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7 3 

JUtfitH Kgifcg (8 4mg) £fti;U SfifcT2 2B#RHI#Lfc8L IIH 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 1. 3 0 (m, 2 H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) . 1. 9 7 
(m. 2H) , 2. 26 (m, 1 H) , 4. 05 (s, 3 H) , 4. 0 5 (s. 
3H) , 6. 43 (d, J=5. 5Hz. 1 H) , 7. 14 (d, J=8. 5H 
z. 2H) , 7. 3 6 (s, 1H) , 7. 4 2 (s, 1H) . 7. 5 5 (s, 1 
H) , 7. 63 (d, J = 8. 5Hz. 2H), 8. 47 (d, J=5. 5Hz, 
1H) 

(FD-MS, m/z) :4 06 (M + ) 

N- {4- [(6, 7-^h^-4-^'J-^)t^^] 7x^;l/) - 
2-75>ajb#>-fr; K (6 4) 

6, 7-^n + y-4- (4-7i;7xy+-» *y >J > (5 5mg) i 
rfjBSn c &<02-77>^^>n (32mg) £N, N-J?yfMAA7; K 
(2ml) KjgflBU (3* -^yf;l/7;yyaf;l/) 

#5**5 Kttlltt (91mg) «-Jn^x £aicT2 2lfrlllI«#Lfctk H*fe0J5 
l£H«©«mcJ;oT«BU H0ft^3 5mg, iK^4 8%T^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 04 (s, 3H) , 
4. 05 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d, J=l. 8. 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2H), 
7. 28 (d, J=7. 9Hz, 1H) , 7. 42 (s, 1 H) , 7. 5 1 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2H), 8. 
3 5 (s, 1H) , 8. 4 9 (d, J = 5. 5 Hz, 1 H) 
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m#&hb cfd-ms, m/z) : 390 cm + ) 

N - {4- [ (6, h*->-4-*7 D-;U) ^->] 7x-;U} - 

3-^7^>^;U^-9-^ K (6 5) 

6, 1-*J* h*:>-4- (4-7;;7x; + y) 'J > (5 4mg) t 
TfJlKS,©3 - ft7x>'A^t:>i (4 4mg) £N. K-yVWw^T; 
K (2ml) IzfeMU l-if-;b-3- (3' - >V ^;U7 * y 7*n h°;U) ii 
J\,tfV<< I Vm&& (8 2mg) £»D;u M&KT3 lB^JftfLfcgU HJS^J 

5 1 tmmvmtiz&^Tffimu mmoit&vat: 4 im g . ir^s 5%mfc e 

1 H-NMR(CDC1 3 , 500 MHz) : <5 4. 02 (s, 3H), 4. 

04 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) . 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1H), 7. 55 (d. J=l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J = 8. 6Hz. 2H), 8. 

05 (dd, J=l. 2, 3. 1Hz, 1H), 8. 37 (s, 1 H) , 8. 4 
7 (d. J =5. 5Hz, 1H) 

StS##fli (FD-MS, m/z) :4 0 6 (M + ) 

N— {4 — [ (6, Y*\/-A-*J 'J->>U) 7x-^} - 

(4--hP7x^.;U) K (6 6) 

6, 7- it* h + v/-4- (4-7;;7x;+-» *y U > (110m g) 
imiSn n a© 4 - ^ h n£,m§& ( 1 0 0 m g ) £ N, N-y> A T ~ K 

(4ml) lc&fl?U (3' -^W;;^^) 

sKSM $ K£lfc£ (1 7 6mg) fcftjiU S&KT2 2B*M»#Lfcau 
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5 o tmmommz&ixmgiL mmoit-miti 2 6m g . 7%?m 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 49 (d, J=5. 5Hz, 1 H) , 7. 2 9 (d. 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s. 1 H) , 7. 
93 (d. J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H), 8. 48 (d, J = 5. 5Hz, 1 H) 
, 10. 7 (s, 1H) 
Wm&Vrm (FD-MS, m/z) :44 5 (M + ) 

HWJ5 6 

N- {4- [(6, A-*J Jr*^ 7*-M - 

(N, N--;^f^7;;7x-;l/) *>Jl#*-*i K (6 7) 

6, 7-i>V h + i/-4- (4-7W7x; + i/) > (5 lmg) <fc 

rtim&®4-i?*1-Jl7Z J&Wm (44mg) *N. N-^yf^AT 
5K(2ml) fcigJ&U l-x^;u-3- (3* -^f ;l/7^^nf;l/) 
\ mmm (8 3mg) £Jn;L. ^&KT 1 6B$fi3J£#LjtgU 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : S3. 06 (s, 6H) , 
4. 05 (s, 3H), 4. 06 (s, 3H), 6. 48 (d. J=4. 9Hz, 

1H), 6. 71 (d. J=8. 6Hz, 2H), 7. 17 (d. J = 8. 5H 

z. 2H), 7. 44 (s, 1H). 7. 57 (s, 1 H) , 7. 74 (d. J 

= 8. 5Hz, 2H). 7. 81 (d. J=9. 2Hz, 2 H) , 7. 94 (s, 
1H) , 8. 4 9 (d, J = 5. 5Hz, 1 H) 

®*5HFHg (FD-MS, m/z) :443 (M + ) 
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N — {4- [ (6, 7- : J* h*S/-4-*/ U-dQ. - 
(4-7-bf-;U7 K (6 8) 

6, 7-^^>-4- (4-7;;7x;*J/) (5 4mg) t 

rf?ISaD©4 -7-fef-^E#K (4 6mg) £N, N-->7f;b*^7; K 
(2ml) fcigJHU l-xf-;u-3- (3' - >V ^;U7 $ J-fu t°;b) ijjl 

i mmm (8 7mg) £Jjfl;U ffiftt=T2 2 B#RIM£# L H«J 
5 0<h^©SflFl-cj;oTtlS{Lx M®fk^**4 3mg. iR*5 3 9*-e»fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) :52. 6 6 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 48 (d, J=4. 9Hz, 
1H), 7. 28 (d, J=9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
52 (s, 1H) , 7. 94 (d. J=9. 2Hz, 2 H) , 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 

f£S##HI (FD-MS, m/z) :442 (M + ) 

N— (4- [ (6, 1- 9 J* h»S/-4— **»>3 7x^M - 
(4-^f-;b7^-;U) K (6 9) 

6. 7-^y h + >-4- (4-7i;7x; + '» > (5 4mg) t 

rfflRS©4-7*/l/gcJMM* (54mg) £N, N- vM ?Jl*JlJ*7 i K (2 
ml) lcjgft?U l-if-;U-3- (3' -'Jt+frTi J 7n t";U) 
-f ^ K&RJg (8 5mg) Srfln*.. SfifcT 2 2 B#H«#Lfc&> HWJ5 1 <h 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 60. 9 5 (t, J = 7. 3H 
z, 3H) , 1. 3 8 (m, 2 H) , 1. 6 4 (m, 2H) . 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s, 3H) , 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2H), 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) . 7. 7 5 (d. J =8. 6 Hz, 2H) , 7. 8 2 (d, J =8. 6 Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d, J = 5. 5Hz, 1 H) 
mmfititm (FD-MS, m/z) :45 6 (M + ) 

N- {4- [(6, 7-^^'>-4-^'J-^)^y] 7x-;b) - 
(4-7;y7x-^) K (7 0) 

{4- [(6, 7-;n*i'-4-+; i J-;b) ^+->] 7x^} (4- 
Jjjltf*-?* K (lOOmg) £N, N-i^yf^W; 
K/ttmxf-A (9ml/5ra 1) fc»#U 1 0%'<7i?*J*-S9& (6 9m 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 75 (brs, 2 H) , 6. 46 (d, 3=4. 9 
Hz, 1H), 6. 61 (d, J = 8. 6Hz, 2H), 7. 22 (d, J = 9. 
2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 52 (s, 1 H) , 7. 7 3 (d, 
J =8. 5Hz, 2H), 7. 89 (d, J=9. 2Hz, 2H), 8. 46 
(d, J=5. 5Hz, 1H), 9. 90 (s, 1 H) 
W&ftmm (FD-MS, m/z) :415 (M + ) 
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N- {4- [(6, 7-^h'lr->-4-^ l J^)^->] y^-Jl] - 

4 - b° 'J 'J yjpim-V i K (7 1 ) 

6, h**>-4- (4-7^7i; + -» > (5 3mg) «h 

Tf3RiS©>r V-zi^^H (4 5mg) £N, N-y7fWA7; K (2ml) 
fc*#U (3* --^^W;yynb^) *;bsK5?-f 5 K 

(9 8mg) fcflniu 2ttBa«#L*:SU H*£0>J5 1 <h|HH§© 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 
3. 96 (s, 3H), 6. 48 (d, J = 5. 5Hz. 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H). 7. 39 (s. 1 H) . 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) . 8. 80 (d, J=4. 3Hz. 2 H) 
. 1 0. 6 (s, 1H) 

S«#tJf<£ (FD-MS. m/z) :40 1 (M + ) 

N— {4- [(6, 7-^n4'>-4-^'J^) tt->] 7x-;l/} - 
2-ft7x>^;l/W; K (7 2) 

6. 7-2>y h + v/-4- (4-7i/7x; + -» *y V > (5 Omg) <h 
W&°u<0 2-l-*7 *yijJltfy& (4 6mg) £N, N-^yf^AAT; 
K (2ml) fcJfflBU l-if-^U-3- (3* -^W;;^dW) * 
I Kgit& (9 9m g) £Jn;U MKT 6 2 BSRfflKJ* L fcflU H»J 

5 1 tWSiffym^^^XlsmL^ iW^37mg, JR^5 4%T*#fco 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 A. 02 (s, 3H) , 
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4. 04 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 1 H) , 7. 11 (m, 
1H) , 7. 1 7 (d, J =8. 6 Hz, 2 H) , 7. 40 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s, 1H), 7. 73 (d, J=8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) . 8. 3 8 (s, 1 H) . 8. 4 8 (d, J = 
4. 9Hz, 1H) 
K»##ril (FD-MS, m/z) :4 0 6 (M + ) 

N- {4 — [ (6, i- ! J* h*~>-4-*y U-;U) 7x-M - 

4-b'7^-;l/^;U»>-»$ K (7 3) 

6, 7-^ h*i/-4- (4-7;;7x; + -/) U > (5 2mg) £ 
YVi-*)VTly/mm-lsy (3ml /2ml) fcSWU rpRSo^z 
-JliuWsWt? n u K (8 Omg) ZlQx., MUiz-C2 5 B#PdHl# L fc c 

& tl*:£&& ^ n o -b h >-eJS&8^ S •> y # 7 A * o -7 h ? 

X H-NMR (DMSO-dg, 50 0MHz) :63. 95 (s, 3 H) , 
3. 95 (s, 3H) , 6. 48 (d, J-5. 5 Hz.. 1 H) , 7. 2 8 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z, 1H). 7. 50-7. 53 (m, 3 H) , 7. 77 (d, J = 7. 3Hz, 
2H), 7. 85 (d, J=8. 6Hz, 2H), 7. 96 (m, 2 H) , 
8. 08 (d, J=8. 5Hz, 2H) , 8. 48 (d, J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1H) 
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M3HJft& (FD-MS, m/z) :4 7 6 (M + ) 
H»J6 3 

N- {4- [ (6, l-'J* h**>-4-*7 'J-;U) y^-M - 

(4-^h^^7x-;b) K (7 4) 

6, 7-?* h + i/-4- (4-7;;7x;+-» *y 'J > (52mg) £ 
5 >/4Bffcyf-U> (3ml/2ml) £SSU r&IIRS© 4 - 7 
h d'JK(0. 0 7ml) fciniU lfil:t3 0*IBHt#Lfcfc> 

1 H-NMR (CDClg, 5 0 0MHz) : d 0. 99 (t, J=7. 3H 
z, 3H) , 1. 52 (ra, 2 H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H) , 4. 04 (s, 3H). 4. 05 (s. 3 H) . 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2H), 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 4 6 (s. 1H), 7. 5 7 (s, 1H), 7. 7 4 

(d, J=9. 2Hz, 2H). 7. 86 (d, J=9. 2Hz, 2 H) , 8. 
10 (s, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 

M5MJrtt (FD-MS. m/z) :4 72 (M + ) 

HWJ6 4 

N- {4- [ (6, 7-^h^->-4-^; U-jlQ t»->] 7x-M - 
(4-7'Dt7x-;l/) 5 K (7 5) 

6. 7-^h + y-4- (4-75;7x; + i/) *>"J> (5 2mg) i 
TCTR n t S©4--/a*3cJ&#K (78mg) £N, N- 9/ J*T i K (2 
ml) fc«f»U (3* -5Mf-;l/7*y7ne;u) #^,#5; 
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* v&mm (i o 2mg> ^an*.. sskti immmwLt:^ mmms i 

1 H-NMR (CDC 1 3 . 500 MHz) : 5 4. 07 (s, 3H), 4. 
07 (s, 3H), 6. 53 (d, J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) . 7. 50 (s. 1 H) , 7. 6 
2 (s, 1H) . 7. 6 5 (d, J =8. 6 Hz, 2 H) , 7. 8 4 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J=5. 5Hz, 1H) 

(FD-MS, m/z) :4 7 8 (M + ) , 4 8 0 (M + +2) 

HWJ6 5 

N- {4- [(6, 7-?y h*->-4-*7U-;lQ 7xz;b) - 

(4-y h5-'>a;U#.=JU7*.=JlO K (7 6) 

6, h + ->-4- (4-7;;7x; + y) +y»J > (1 0 Omg) 

ttfaguV^J t+hT-VytiV®. (1 3 Omg) £N, N-vMf-;U*;t,A7 
$ K (4ml) (c&fl?U l-x^-3- (3* -^f;b7$y/o^) 

jumw $ mmm (2 2 7m g ) s-jd*. mict 1 8i*wa£#Lfcau n 

M0J5 1 iR»0«f^KJ;oT||ligU mm<D4t&®}£9 9mg, iR^6 4%T 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 98 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3H) , 6. 49 (d. J = 4. 9Hz, 1 
H) . 7. 22 (d. J=9. 2Hz, 2H) , 7. 43 (s. 1 H) , 
7. 56 (s, 1H). 7. 76 (d, J = 9. 2Hz, 2H). 7. 97 (d, 
J = 8. 6Hz, 2H), 8. 18 (d. J=8. 6Hz, 2H) , 8. 49 
(d, J = 5. 5Hz, 1H) 
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M##HI (FD-MS, m/z) :4 5 8 (M + ) 

mmms 6 

N- {4- [(6, 7-^y- b*i/-4-*; ] )-Jl) 7x-;H - 

2 - t° U >a Jt,*>-fr ^ K (7 7) 

6, h + (4-7;y7i; + » *V »J > (5 0mg) <h 

TUHSd^O^o ij >K (4 2mg) £N, N-^yf;^A7? K (2ml) IC 
m&L l-xf-^-3- (3' -v>V*;U7S y 7a t°;U) #;b;tf>^ s K* 
ii(123mg) fcflniU SflfcTl 9^!t^L^ H»J5 1 tWfcO 

1 H-NMR (CDC 1 3> 5 00MHz) : <5 4. 0 6 (s, 3 H) , 4. 
06 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d. J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1H), 7. 5 
8 (s, 1H) , 7. 8 9 (d, J = 9. 2 Hz, 2H) , 7. 9 4 (m, 1 H) 
, 8. 33 (d. J=8. 0Hz, 1 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8. 4. 9Hz, 1 H) 
(FD-MS. m/z) :40 1 (M + ) 

n- {4- [ (6, 7 h**>-4-*y 'J^;u) 7x-;b} - 

(4-b Kat->)!>j|/^7x-A>) ft;U*^1J- ^ K (7 8) 
(4- [ (6. b*is-4-*J 'J-;U) 7x^} - (4 

^y^^->»l/7i-;l/) *;Mf*lfS K^y^y-^ (3ml) icjgfft? 
U 3 3K*«fb*y*^*»tt (1. 5ml) fcfln*.. SfiT 2 B#R!«# L fco 
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1 H-NMR (DMSO-dg, 5 0 0MHz) .83. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1H) , 7. 
92 (d, J = 9. 2Hz, 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 
Wmftffim (FD-MS, m/z) :444 (M + ) 

mmme s 

N- {4- [ (6, h^>-4-*V D_;b) ^^-M - 

^^a^y^ytDV^^l K (7 9) 

6. 7 -if/ h + ->-4- (4-7^7x;^-» +;>J> (5 3mg) £ 
HiiD D n0v'^a^>^>A^>i (6 6mg) £N, N- y> *;l/*;l/A7 i 
K (2ml) fcjgBU (3' -^^WU^of^) * 

S KJ£0fe£ (1 1 Omg) Ztiaz-, lSl:tl 7«rlffl!I»Lfc^ HJfe 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 5 1. 6 4 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 91 (m, 4H). 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) . 6. 44 (d, J = 4. 9Hz. 
1H), 7. 13 (d, J=9. 2Hz, 2H) , 7. 45 (s, 1 H) , 7. 
55 (m, 1H). 7. 65 (d, J = 8. 6Hz, 2H), 8. 47 (d, J 
■5. 5Hz, 1H), 
WfcWHt (FD-MS, m/z) : 3 92 (M + ) 
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nmm6 9 

N- {4- [(6, 7-vV h*i/-4-*y'J-;l/) 7x-M - 

Ty-?y?>Jj)lrt(*-V-i K (8 1) 

6, h + v/-4- (4-7U7iy + -» +;'J> (5 lmg) t 

tfi®in a <DTy-?>?>Jj)ltfym (1 1 Omg) £N, N-i?yW;R7; 
K (2 ml) (3' - if/ *JlT i J Zfu t°;U) 

^sK^-r s mmm a o 7mg) zm*.. iscti 5i#r™$l*:&. use 
#j5 1 tmmomm^^xmmu ^moit^m^i 3m gN ©1 

tz 0 

1 H-NMR (CDC 1 3 , 5 0 OMHz) : 61. 82 (m, 6 H) . 
2. 0 0 (m, 6H), 2. 13 (m, 3H) , 4. 0 5 (s, 3 H) . 
4. 05 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 15 (d. 
J=9. 2Hz, 2H) , 7. 42 (s, 1 H) . 7. 55 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J = 4. 9Hz, 1 H) , 

Mfi33-#rfit (FD-MS, m/z) :4 58 (M + ) 

mmmio 

N— {4 — [ (6, l-'J* Y*i/-A-*JV-)V) - 
(4-7H;h^->7x-;l/) K (8 0) 

6. 7- ?y h+v-4- (4-7i;7x; + y) 'J > (1 1 Omg) 
<biUKa©4-T-fe h*'>£.H#S? (2 0 7mg) £N, N-'J**Jl,*A,J*T 
;K(6ml) l-if-;U-3- (3' — f-Jl/T i J Zfa \fA/) 

rt^tf >>-f S Kttflfc& (2 2 3mg) £flnx.. EMKT7i$Rerat#L*:& N 
0] 5 1 i @t*®ttffr;: J: o TflSS! U &flE®ft&«g$ 1 2 3 m g . JR^ 7 2 %T* 
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1 H-NMR (CDC I 3 , 5 0 0MHz) : 5 2. 3 5 (s, 3H) , 4. 
06 (s. 3H) , 4. 06 (s, 3 H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H). 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) , 
HMfttfr^L (FD-MS, m/z) :4 5 8 (M + ) 

mmmn 

N- {4- [ (6, 7-*J/ h^v-4-^7 7t*i/] y^-M - 

2- (6-74? h*W- 7 K (8 2) 

6, 7-v^y K^^-4- (4-7;;7x; + y) +; 'J > (5 lmg) £ 
rf3B5? n 06-T"b h+^-2-^7 hxi (1 2 lmg) *N. N-VMf-jl* 
)\sJ*Ti K (2ml) \zmmU l-^Jl-3- (3* -V }*frT \ Jlu 
fc°;l0 a^sKsM 5 K£$£ (1 2 4mg) fcJniU g&KTl 3B#HHKfliLfc 
^5fe0J5 1 il^Mm:«k^TiiSS!L> il©{^6 6mg, JR^7 
5%^#^ 0 

1 H-NMR (DMSO-dg, 5 00MHz) :62. 3 8 (s, 3H), 
4. 03 (s. 3H) , 4. 05 (s, 3H) . 6. 49 (d, J = 5. 5Hz, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) . 7. 30 (dd, J = 2. 4, 
9. 2Hz, 1H) , 7. 42 (s, 1 H) , 7. 5 7 (m, 1 H) , 7. 61 
(d, J = l. 8Hz, 1H), 7. 81 (d. J=9. 2Hz, 2 H) , 7. 
86 (d, J=8. 6Hz, 1H) , 7. 89 (d. J = 9. 2Hz, 1 H) , 
7. 94 (d, J=8. 6Hz, 1H), 8. 38 (s, 1H), 8. 49 (d, 
J = 4. 9Hz, 1H) 
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MB##Ht (FD-MS, m/z) :5 0 8 (NT) 

N- {4- [(6, 7->^ h*->-4-*7 'J -AO 7x-;b} - 

(4-b Kot->7x-^) JjJim-V-z K (8 3) 

N- {4- [ (6, l-'J/ Y* : s-A-*J 'J -AO 7z-;H - 

(4-7-t? h + i/7x-^) rtA-**^ K (1 0 3mg) tJ-fr (4m 
1) K»*PU 3 5K*MMb*y*A;jc»fc (2ml) £1®*.. SS-e5^HHK 

1 H-NMR (DMSO-d g, 500 MHz) : 6 3. 94 (s. 3H) , 
3. 95 (s, 3H)» 6. 46 (d. J=4. 9Hz, 1 H) , 6. 87 (d, 
J =8. 5 Hz, 2H) , 7. 2 4 (d, J =9. 2 Hz, 2 H) , 7. 3 9 
(s, 1H), 7. 52 (s, 1H), 7. 87 (d. J=8. 6Hz, 2H) , 
7. 90 (d, J=9. 2Hz, 2H). 8. 47 (d, J = 5. 5Hz, 1 H) 
, 1 0. 1 (s. 1H) 
gl^I(FD-MS, m/z) :417(M + +1) 

N — {4 — [ (6, 7-S?> h*->-4-*y 7x-i) - 

2- (6-b Kp*->^:7^A0 K (8 4) 

N- {4- [ (6. 7->M h + ^-4-+y y-^) 7x-;H - 

2- (6-7-t? h*->*-7f-;l0 #A<*'4-1M K (4 7mg) £t?y-)l (4 
ml) fcj&JffU 3 5%7KSMb* U ->AtK^ (2ml) £fln;is SiiT5^ 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) . 7. 18 (m. 
1H) , 7. 20 (s, 1H) , 7. 27 (d. J=8. 6Hz, 2H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H) . 7. 9 2-7. 9 8 (m, 4H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (b r s. 1H) . 10. 4 (s, 1 H) 
M#*fli (FD-MS, m/z) :4 6 7 (M + +l) 

£JSfll7 4 

N- (4-^ h^i/7x^) -N' - (4- [ (6, h^->-4- 

^y; ■=■;!/) 7x-M ?U7 (4 3) 

6, 7-S?y (4-75 y 7^; *;>J > (5 3mg) * 

h^Ux> (3ml) |cjto&fca?Lfc&, 4-^ h + ->7x-;KVi'7^-h 

(0. 2ml) £Jn** 3 O^iaJniaMtLfco #ftti LT*fcttfi*»RU h 
^x > -cft^-j- 5 c <t 1C «fc t) ^lOfh^ 5 4 m g „ JRi# 6 8 fc G 

X H-NMR (DMSO-dg, 5 0 0MHz) : 53. 72 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s. 3H) , 6. 44 (d. J = 4. 9Hz, 
1H), 6. 87 (d, J=8. 5Hz, 2 H) , 7. 19 (d, J = 9. 2H 
z. 2H) , 7. 3 7 (d. J = 8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2H) , 8. 46 (d. 
J = 5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s. 1 H) 

MbWFtt (FD-MS. m/z) :44 5 (M + ) 
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mmmis 

N- (4-7^D7x^;l/) -N' - {4- [ (6, 7-'J* h*->-4- 
*yU_;U) 7*-M (4 4) 

6, h* c s-4- (4-7;;7x; + y) *y 'j > (5 4mg) £ 

(3ml) \zta9M&#lt&» 4-7WD7x^Hvy7*-h 
(0. 2ml)£Jn;U 7 0^j[jn^iSML^o tfflil LT*^efi*atIRU h 

;i/x >Ti5fe^t- * c i «t t) mmoitsm* 3 8 m g N urn \ 8 %t^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s. 3 H) . 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9H z, 1 H) , 7. 12 (m, 
2H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m. 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz. 2H), 8. 45 (d, 
J = 5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) «fi 
tfUfli (FD-MS, m/z) :4 3 3 (M + ) 

HWJ7 6 

N — (4-7o^7x-;b) -N' - {A- [ (6, 1-9* h*>-4-* 
y»J-;U) ;J-^>] 7x-M »U7 (4 5) 

6, h^r->— 4 - (4-7?;7x; + -» *y V > (5 2mg) £ 

h;Ux> (3ml) izjjafmmtfz^ 4-7*Dt7x-Mvm-h 
(0. 2ml)^tinx.. 5 0 Lfc 0 tfrffl LT#fc£gg£»E U h 

^x>T«fe^5^<h{c«]:i9^jl0^^5 6mg> K$6 4rafc 0 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 19 (d, 
J = 9. 2Hz, 2H) , 7. 39 (s, 1 H) . 7. 45 (m, 4H) . 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s. 1H), 8. 86 (s, 1 H) 
WmftVrm (FD-MS. m/z) : 4 9 3 (M + ) .49 5 (M + +2) 

HI£0I7 7 

N— {4 — [ (6, 7 -V* h*->-4-*y U-AQ 1 - 

N' - (4--ha-7^-;l/) frU7 (46) 

6. 7-5M h*->-4- (4-7;;7i; + -» *;'J> (1 0 3mg) 
%Y)\,x.y (10ml) IzmmtttoLizIk* 4--hD7x^KV>>7^-h 
(3 6 6mg) ZIbtl, 6 0^WJD«aBIELfco *r£BLT^^ B B B «-aKU h 
;bx 5 c tfcJ: 0 141mg, )R$88 %Tli^o 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 2 3 (d, 
J=8. 6Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (s. 1 H) , 
7. 62 (d. J=9. 2Hz. 2H), 7. 71 (d, J = 9. 2Hz, 2 H) 
, 8. 20 (d, J=9. 2Hz, 2H) , 8. 46 (d. J = 5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1 H) 
!S«#flrte (FD-MS, m/z) . 460 (M + ) 

HJ6W7 8 

N- (4-W7x^;l/) -N / - {4- [ (6, 7 -if/ h*->-4-* 
yiJ^^U) ^->] 7x-;U} frU7 (4 7) 

6, l- f J* h*v/-4- (4-7;;7x;*-» * J U > (50m g) £ 
Mbi> (3ml) fcJffll&J^Lfcfk 4-7*f;l/7x^7K v>7*- h 
(0. 2ml) £JD;L> 2 6#&m«&SSftL*:o un*;I/A/7t h > 

(10/1) T'®g|-r5'>'J^W^7A^D^h/77>f-{cJ;t>m55{U ^ 
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Sfflft^J^: 3 6 m g x iR^4 5 %Ti#fc 0 

^H-NMR (CDC 1 g/CDgOD, 5 0 0MHz) : 6 0. 9 3 (m, 
3H) , 1. 3 5 (m, 2H) , 1. 5 7 (m, 2H) , 2. 5 7 (m, 2 H) , 
4. 06 (s, 3H) , 4. 06 (s, 3 H) , 6. 49 (m, 1H), 7. 1 
4 (m, 4H), 7. 3 3-7. 6 2 (m, 6H), 8. 3 9 (m, 1H) 

©ft£#Ht (FD-MS, m/z) :47 1 (M + ) 

mmmi9 

N- (4-7;/7x^) -N' - {4- [ (6. 7- ! J/ h*>-4-* 
*4^>] 7ji~;U} (4 8) 

N- {4- [ (6, 7 -'J/ b*i/-4-*S U-^U) 7x-Jl/} - 

N' - (4--ho) 7x^1/7 (11 lmg) ^N, N - i? / 3-)l*JlA 
Ti K (7m 1) tzigmu 1 0%7mit/<^ it* (1 0 Omg) *Jn 

7K^H^TS^T2 2i^ra^L7to mm**^* \>*m^xwkL 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 9 4 (s, 3H) , 4. 74 (brs, 2H) . 6. 4 3 (d. J =4. 9 
Hz, 1H), 6. 52 (d. J=8. 6Hz, 2H), 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz. 2 H) , 7. 38 (s, 
1H) , 7. 5 1 (s, 1H) , 7. 5 5 (d, J =9. 2 Hz, 2 H) , 
8. 14 (s, 1H). 8. 45 (d. J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

Mfi£#r{I (FD-MS, m/z) : 4 3 0 (M + ) 
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mmmso 

N- (4-7-fe^7x->>l0 -N' - {4- [ (6, h*is-4- 

7 x.-M 31/ 7 (4 9) 
6, 7-i?jt h + *>-4- (4-7;;7i>/ + -» +;u> (51mg) £ 
bJlJ^y (3ml) ^ftL*ft»#PLfc^ 4-7W7i-HV-m-l> 
(2 10mg) ^Jd^ 2 0#raiQ*&»ttLfco ^^op*W7th> 
(1 0/1) T-Jg^-rS^Urty^rt^i^ov h^7 7-f-fc«k!)|||UU ^ 
■®<fc£«J* 5 0 m g, ft* 6 4 %T'I#^ 0 

! H-NMR (CDClg/CDgOD, 50 0MHz) : 5 2. 5 9 (s, 
3H), 4. 07 (s, 3H) , 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5Hz, 1H) . 7. 17 (d, J = 8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
. 7. 5 8 (s, 1 H) , 7. 5 8 (d, J =8. 5H z, 2 H) , 7. 6 0 
(d, J=8. 5Hz, 2H) , 7. 94 (d, J=8. 5Hz, 2H) , 8. 
40 (d, J=5. 5Hz, 1H) 
mmfttirm (FD-MS, m/z) :45 7 (M + ) 

N- {4- [(6, 7-^h^>-4-^'J-;l/) **S/] 7x-M - 
N' - (4-7^y^->7 J i-jt/) frl/7 (5 0) 

6. 7 -it/ h*i/-4- (4-7;/7iy + y) +yj> (5 3mg) £ 
hJl*-> (3ml) Jcfln&&J|?Lrt:SL 4-7*; + ->7x-Mvm-h 
(0. 2ml) fc&j*^ 3 0aMJ0lll«»Lfco 8i*^DDtW7*h> 
(10/1) T?«HJ-r*->U*y;U*5A^nvh^7-f-^J:t)|||tHL^ $ 
8©ft&$j£5 5mg x «W&6 0%Trf fc G 

1 H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) : 6 4. 46 (s. 
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3H) , 4. 46 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 98-7. 6 2 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
MtJWrffi (FD-MS, m/z) : 5 0 7 (M + ) 

f!»J8 2 

N- (4-^V^ob^7x-;l/) - N' - {4- [ (6, 1- 9 J* h*i/- 

VlsT (5 1) 

6. 7->V h**>-4- (4-7;;7xy + y) *>"J > (5 lmg) £ 
h^i> (3ml) J=JnJlft»j!?Lfc^ 4-^y^Dt°;b7xr.KVv'7^- 
h (0. 2ml) *Jp^ % 2 6»HKni»JB(ELfco ffi^oa*W7-feh 
> (10/1) TRMt"-5>' , J*y^*7A^Dvh^7^-liJ;»>»*!Lx 

^ H-NMR (C D g 0 D, 5 0 0MHz) 18 (d, J=6. 7H 

z. 6H) . 2. 8 2 (m, 1 H) , 3. 9 7 (s, 3H) , 4. 01 (s. 3 
H) , 6. 37 (d, J=5. 5Hz. 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J =8. 5Hz, 2H), 7. 25 (d, J =8. 5H 
z, 2H) , 7. 2 6 (s. 1H), 7. 3 8 (s, 1 H) , 7. 4 1 (d. J 
= 9. 2Hz, 2H), 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) 

ttfttfrtt (FD-MS, m/z) :457 (M + ) 

N- (4- h U7yl/tpyf^7x-;l/) -N' - {4- [ (6, 7->J*h 
3-i/-4-3-j ij^;b) 7x— ;U1 «7l^7 (5 2) 

6. 7-v^ h + v/-4- (4-7U7x/ + '» *V U> (5 3mg) * 
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h;l/x> (3ml) \zm&®mLfz'&^ 4-h'J7MD>f;l,7x-Mvy 
7*-h (0. 2ml) 1 0&mHaMU8MLtZo #ftiHLT*fcefi^Jt 

EKLx h;Ui>T^f 6Cl<hK<fc!9^g©fl:£!8i£7 7mg, iR$8 8%-e^ 

X H-NMR (CDC 1 3 , 5 0 OMHz) : 6 4. 0 5 (s, 3 H) , 
4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz, 1H) , 7. 18 (d, 
J=9. 2Hz, 2H), 7. 36 (s, 1 H) . 7. 56 (s, 1 H) , 
7. 59 (d, J = 8. 6Hz, 2 H) , 7. 62 (d, J = 8. 6Hz, 2H) 
, 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
(FD-MS, m/z) :4 8 3 (M + ) 

HWJ8 4 

N- (4-n-^7x-^) -N' - {2- [ (6, 7-?y h*>-4 

*^U>«r^*feM4 9i|5im{cS5cLr^ 6. h**>-4- (2 - 

7^7x; + -» (5 6mg) (3m 1) fcfln&&fl?lA: 

&x 4-n-7*f;l/7x-Mvm-h (0. 2ml) S-fln^U 3 0#B3;(jn 
!&g&f[Lfco Sit£^nu*;l,A/7"fe h> (1 0/1) -cmMtZi/VfiYJl 
9u^y?=7?4 -l;:<fc*?f§&!U mm®<t&fo£4 5m g> JR$5 0%T-^fc o 
1 H-NMR (CDClg, 500MHz) : <5 0. 89 (t, J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m. 2H) , 2. 5 0 (m, 2 
H) . 3. 90 (s, 3H), 3. 93 (s, 3 H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J=7. 3Hz. 1H), 6. 96- 
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7. 0 1 (m. 4H), 7. 1 5 (b r s, 1 H) , 7. 2 8-7. 3 1 (m, 
4H), 8. 12 (brs, 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 5 8 (d, J = 7. 9Hz, 1 H) 

nmftmm (fd-ms, m/z) -.ah cm + ) 

HWJ85 

N- (4-n-^f;l/7x-;l/) -N' - {3- [ (6, 7-Pt h*i/-4 
-*JV)V) 7x^1/} (9 1) 

%Mfr\4 8 fcfcv^Tx 4 h d 7 x y -JH:i)^T3 --ho7x; 
ffli»fcS*Mi|SltHfc!lL;fc6. 7-y^+->-4 - (3--Fo7x; + -» 
+7 •J>^HJfe^J4 9<h|5l^il7cLT'fi/c > 6, 7 - : J/ h*->-4- (3- 
7;;7x; + y) *y y > (5 lmg) £ h;Ux> (3m 1) i;:fln&igft?Lfc 
4-n-7*f^7x-;KV'>T?-h (0. 2ml) £2in*-, 5 0#KIJn 

iiiiL^. si*^D0*W7th> (lo/i) y*y>u 

?07h/77-f -K:«fct)ft$¥U SS©<fc£$l£2 6mg. JR^3 2%T^fc 0 
1 H-NMR (CDClg, 500 MHz) .6 0. 89 (t, J=7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s, 1 H) , 6. 49 (d, J=5. 
5Hz, 1H). 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 5 1 (s, 1H) , 7. 8 4 (b r s, 1 H) , 8. 2 4 (b r s, 1 H) , 

8. 4 3 (d, J =4. 9Hz, 1 H) 
Sffi##fll (FD-MS. m/z) :471 (M + ) 
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H&0J8 6 

N-n-T^U-N' - {4- [ (6, h*y-4-*J 'J AQ 

•>3 7^-^} U7 (13 9) 

6, 7-i?n^y-4- (4-7i;7i; + -» (5 lmg) £ 

h;bi> (3ml) lc2na&»!PLfc«x n-^f M h (0. 2ml) 

fcfln*.* 14NfF^J0^S^L^ o aat£*oo*^A/7H?h> (10/1) t? 
SBTt-* •> »J jWI/? D7|./77^ -iri £*jfS¥ u mm<D4t&®* 3 1 m g N 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 3 (t. J = 7. 3H 
z, 3H), 1. 3 7 (m, 2H) , 1. 5 3 (m, 2H) , 3. 2 8 (m, 2 
H) . 4. 0 4 (s, 3H) , 4. 0 4 (s, 3 H) , 5. 04 (brs, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (brs. 1 H) , 7. 1 
1 (d, J = 9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

nmfflrW (FD-MS, m/z) :3 9 5 (M + ) 
flife0J8 7 

N- {4- [(6, 7-vM h*y/-4 -*/'J>>lO 7 - 

(4- h'J7Wn jt*J\,7*.—J\,) jjJUtfJt-Vi K (15 7) 
6, 7-5*/ h*>-4- (4-7i;7z;*i/) *;'J> (5 3m g) t 
rfHRS®4- h U7;^a/^>$J&SR (1 0 2mg) £N, N->M^;l,* 
^7; K (3ml) li«f»Lfc^ l-^;U-3- (3* -^Wi; 

#;M*vM$ KiiSi (102mg) £2JD;U SfitwTl 4mrMS^ 
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9 6 

Lii&teMmi' h U •> AT^i L tz 0 ME.itim&E£+ Z C <b «fc $ $ £>ft 

1 H-NMR (CDC lg , 5 0 0MHz) : 5 4. 0 4 (s, 3 H) , 4. 

05 (s, 3H) , 6. 48 (d. J=4. 9Hz, 1 H) , 7. 22 (d. J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) . 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H), 7. 76 (d, J = 8. 6Hz, 2H), 8. 
02 (d. J-7. 9Hz, 2H), 8. 13 (b r s, 1 H) , 8. 49 (d, 
J = 5. 5Hz, 1H) 

MiWfffi (FD-MS, m/z) :4 6 8 (M + ) 

HWJ8 8 

N- {4- [ (6, 1- ! J/ b*i/-4 -*J »J;i/) y^-M - 

C4-i/9w\*i/j\,y*—j\,') a;MMr-»5 K (15 8) 

6, 7-i^ F + (4-T5 ;7x;+-» *>"J > (5 2 m g) £ 

miE B D D p 4 - -> * n'v* '/Jl^lll ( 1 0 9 m g ) £ N, N - ;» A 
7; K (3ml) lcjgft?Lrt:&s 1 -xf-;U-3 - (3' -?/*Jl,Tz J7a 
b°;U) *;l/#s;>f S Kffflfett (1 1 Omg) «-Jd^> SfifcTl 4B«HMl#Lfc 

«u gMis 1 tmmo&rtt&^-cmmu mmoit&vots 4mg N 

6 4%-emfco 

1 H-NMR (CDClg, 500 MHz) : 6 1. 25-1. 86 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s. 3 H) , 4. 03 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 27 (d, J=7. 9Hz. 2 H) , 7. 39 (s. 1 H) , 
7. 5 5 (s, 1H) , 7. 7 5 (d, J =9. 2 Hz, 2 H) , 7. 8 3 (d. 
J = 8. 6Hz, 2H), 8. 46 (d. J=5. 5Hz, 1 H) 
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(FD-MS, m/z) : 4 8 2 (M + ) 

Hffi098 9 

N- {3- [ C6, l-*Jt h*->-4-*y 'J AO 7x-^) - 

(4 - t jjjltftti K (15 9) 

6, 7- v>V h**>-4- (3 - 7$ y 7x/*>0 +;'J> (5 4mg) £ 
miRao4-t-y^Jl/^iLSK (10 2mg) £N, N-SM*;l/*;UA7 5 
K (3ml) fcgJBLfcBU l-x^;U-3- (3' -^W5;^Dt;W 
I b'mum (1 0 6mg) £in;U MUKLT6mi3MftLfc&» $m 

m i mm<ommz^-oxmmu »^^2 9m 6 , j«3 5%t*w 

1 H-NMR (CDClg, 5 00MHz) : 6 1. 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 55 (d, J=4. 9Hz, 
1H) . 6. 9 7 (d, J = 7. 3Hz, 1 H) , 7. 2 9-7. 6 8 (m, 7 
H) , 7. 85 (d, J=7. 9Hz, 2H) , 8. 48 (d, J=4. 9Hz, 
1H), 8. 59 (brs, 1H) 

M&ftttm (FD-MS. m/z) :45 6 (M + ) 

N- {3- [ (6, >*'>-4-*7 'J AO 7x-;H - (4 

- t -T^I^x-Jl/) *JMC*»S K (16 0) 

6, 7-i>V h + v/-4- (3-7i;7x^W) *7 U > (6 2mg) 
ttfiWlPa® 4 - t - ^f-^ilS®? ( 1 0 9 m g) £N. N-v^ ^;U*;bA7 
S K (3ml) K?gft¥Lrt:gL l-i^;U-3- (3' -2**A,Tiy?u\? 

)\d jjjwjj i mmm (i 1 2m g ) ^jo^u mu^2 59$mmwtiz'&. 
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mmm 5 1 1 mmomtiz & o mm u &m<D4t&®z 54mg > iRs£57% 

X H-NMR (CDC 1 3 , 500 MHz) : 6 1. 31 (s, 9 H) , 4. 
00 (s, 3H) , 4. 01 (s, 3H), 6. 83 (d, J=4. 9Hz, 1 
H) . 7. 2 0-7. 9 9 (m. 9 H) , 8. 0 6 (m. 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H) , 8. 60 (b r s, 1 H) 

®fi##fll (FD-MS, m/z) :4 7 2 (M + ) 

136019 1 

N— {4 - C (6, 7-->V h*»>-4-*y - (4 

-yf-^7^-;u) K (16 1) 

6, h*->-4- (4-7U7x;*-» U > (6 2 m g) b 

rfim£ 3 a<D4-7?')l&mWm (10 4mg) £N, N-^^fMJl/AT; K 
(3ml) i:j§|?L^ 1 -x*;l/-3- (3' * ;U7 S /7o fc°;U) 
*JUtfvM * KJggtfg (1 1 7mg) £Jta;U m^zT2 1 B#r«g«#L*:gU H 

1 H-NMR (CDC1 3 , 500MHz) : 5 0. 94 (t. J =7. 3H 
z, 3H) . 1. 3 8 (m, 2H) . 1. 6 3 (in, 2H) , 2. 6 9 (t. J 
= 7. 9Hz, 2H), 4. 03 (s, 3H), 4. 05 (s, 3H) , 
6. 72 (d, J=4. 9Hz, 1 H) , 7. 30 (d, J = 7. 9Hz, 2H) 
, 7. 3 9 (s. 1H) , 7. 4 2 (s. 1 H) , 7. 5 7 (d, J = 8. 5H 
z. 2H). 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J = 7. 
9Hz, 2H), 8. 08 (s. 1 H) , 8. 42 (d. J = 5. 5Hz, 1 H) 

KkS&M (FD-MS, m/z) :4 72 (M + ) 
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mmm9 2 

N- {4- [(6, 7-^^ h^i/-4-^;'J^) t^->] 7^_;b} - 
N' - (4-y f;l/ft7xz;l) (16 3) 

6. 7-v?y h + (4-7$;7xy*-»*>"J> (53mg) 

h;Ux> (3ml) icto*l»»Lrt:tftx 4-^;l/f^7x-;K vm- h 
(0. 2ml)£;&lPU 8^m«ai*L>i:o #fliiLT*fceS*itlRU bJl 
*->-CimtZ C <!: ic J: *>«»D<fc£1J!* 6 2mg,iR$7 6 %-e^ e 

1 H-NMR (DMSO-dg , 500MHz) : £2. 44 (s, 3H), 
3. 9 4 (s, 3H) . 3. 95 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 
1H) , 7. 1 9 (d, J = 9. 2 Hz, 2 H) . 7. 2 3 (d. J = 8. 5H 
z, 2H) , 7. 38 (s, 1H), 7. 44 (d, J = 9. 2Hz, 2H), 
7. 52 (s, 1H) , 7. 5 8 (d, J = 8. 6Hz, 2H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

Jtt£fftt (FD-MS, m/z) :46 1 (M + ) 

N — (3-x^->/?;l/^7x-;t-) -N / - {4- [ (6, h 
t->-4-t;'J^) frU7 (16 4) 

6. l- ! Jt h**>-4- (4-7i;7x; + i/) *>"J > (5 3mg) £ 
(5ml) tcJnaft&ftPL/^ 3-xh + v/*^-;P7x-;HVv/ 
7*-h (2 8 4mg) *JD>U l^JD^fi^L^o * n n *;UA/7 

•feh> (10/1) TSI§t-5->U*>f^7A^nvh^7 7^-{C < J;t)^i!| 

u mmoit&m&i 8mgx o%t-^o 

1 H-NMR (CDC lg , 5 0 0MHz) : 6 1. 3 8 (m, 3 H) , 
3. 9 8 (s, 3H), 4. 0 5 (s, 3 H) , 4. 3 5 (m, 2H) , 6. 4 
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5 (d, J = 5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H). 7. 47 (d. J = 9. 2Hz, 2H) , 7. 47 (d, 
J=8. 6Hz, 2H), 7. 58 (s, 1H) , 7. 96 (d, J = 9. 2H 
z, 2H). 8. 05 (s, 1H), 8. 17 (s, 1 H) , 8. 47 (d, J 
= 5. 5Hz. 1H) 
Mft##HI (FD-MS, m/z) :4 8 7 (M + ) 

^»J9 4 

N— (4-»DD7x-;b) — N' - {4- [ (6, h4-->-4— » 

yu;i/) ^i/7 (16 5) 

6. 7-v^ h*>-4- (4-7U7x; + v/) *>"J > (5 2mg) £ 
h;l/X> (5ml) l=in*»l»Lfc8L 4-^OD7x^WV-m-h 
(0. 2 m 1 ) Srflax.. l«rlfflaMlWB»Lfco LT£fcMII£«S*U 
x 5 C £ c «k *) &moib&ty* 4 3mg, W55 %Tif fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1H), 7. 20 (d. 
J =9. 2Hz, 2H), 7. 32 (d. J =8. 5Hz, 2H), 7. 38 
(s, 1H), 7. 49 (d, J=9. 2Hz, 2H), 7. 51 (s, 1 H) , 
7. 58 (d, J = 9. 2Hz, 2H) . 8. 46 (d, J = 4. 9Hz, 1 H) 
, 8. 83 Cbrs, 1 H) . 8. 83 (b r s, 1 H) 
fflBMJrtt (FD-MS, m/z) :4 4 9 (M+) , 45 1 (M + +2) 

H»J9 5 

N- (2-^fV7'p^7x^) -N' - (4- [(6, 7--^h^->- 
4-^;'J^) 7^-^} 7U7 (16 6) 



WO 97/17329 



10 1 



PCT/JP96/03229 



6, h + y-4 - (4-7;;7x;*-» 'j > (4 4mg) £ 

h^x> (5ml) Kflnil^lfctk 2-^V^DDl/7x^;Kvm- 
h CO'. 2ml) feJtTCPU 8 0#FM&S8itL£o SUE*^ n n*;UA/7-tr h 
> (10/1) TJS^t-Si/»J*y^7A^D^ h^?7^ -K^ffSSiU 

1 H-NMR (CDClg, 5 0 0MHz) : 61. 21 (m, 6 H) , 

3. 21 (m, 1H), 4. 04 (s. 3H) , 4. 04 (s, 3 H) . 

6. 4 2 (m, 1H), 6. 6 3 (m, 1H), 7. 0 9~7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1H) 
m&Vm (FD-MS, m/z) :45 7 (M + ) 

n- {4- [(6, n=-'>-4-*y u;lo 7x-M - 

N' -7x^;l/7 U>7 (1 6 7) 

6, 7-v>V h + >-4- (4-7U7x; + -» *y U > (5 lmg) £ 
h;Ui> (5ml) K?jn#ftr$J8L*:&, 7x-;Kvm-h (0. 2ml) 

2 lmg. iR^4 l%T*§jto 
1 H-NMR (CDClg, 500MHz) : 5 4. 04 (s, 3H), 

4. 0 4 (s, 3H) . 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 4 4 (m. 10H) , 7. 9 9 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

M#*Hi (FD-MS, m/z) :43 1 (M + ) 
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N- {4- [(6, 7- 'J* h^->-4-*V U;b) - 
N' - (2--hD7x^) (168) 

6, 7->Jy h + y-4- (4-7S / 7 *V 'J > (8 3mg) £ 

h;bi> (8ml) KflnJfti8#Lrt:3K 4--ho7x-Mv>7*-h (3 
7 0mg) £fln>U 4 0#«ll&gfltlfco tftoLTfcfclSBfcatKU h^x 
>T?«fe#1- 5 C t lw «fc D SS©<b£#l£ 5 8 m g > iR$ 4 5 %T*§fco 

1 H-NMR (DMSO-dg , 50 0MHz) : 8 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 22 (m, 
1H) , 7. 23 (d, J=9. 2Hz. 2 H) , 7. 3 8 (s. 1 H) . 7. 
51 (s. 1H), 7. 62 (d. J=9. 2Hz, 2H), 7. 71 (m, 1 
H) , 8. 11 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H). 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 
(FD-MS. m/z) :4 6 0 (M + ) 

N— (2-7;/7x^) -N' - {4- [ (6. 7- f JM h*S/-4-* 
7x-;l} frU7 (16 9) 

N- {4- [ (6, 7- : J/ h**>-4-*y U;U) 7x-;H - 

N' - (2--hn7x-;l/) ^7 (4 2mg) £N, N - ^ ?-;l/*Jl<A7 
J V/Hrnx-l-h (12ml /6ml) t:^L, 2 0%7K®Kt'-?7 
* (7 0mg) Srfln*.. **»H^TSfilc-C3«flfflaB^Lfco RJ£HtfHr5-f 

Ifco #ET&«®£U 3SJ£<Dfl:&«-3 9m g> JR*1 0 0%Ti#fc o 
X H-NMR (DMSO-d ft , 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
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3. 95 (s, 3H), 4. 77 (b r s. 2H), 6. 44 (d, J = 5. 5 
Hz, 1H) , 6. 5 8 (in, 1 H) , 6. 7 5 (m, 1H), 6. 8 5 (m. 
1H), 7. 18 (d, J=8. 5Hz, 2 H) , 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H) , 8. 2 9 (s, 1H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 

8. 9 2 (s, 1 H) 

gft£#fli (FD-MS, m/z) : 4 3 0 (M + ) 

HJfe0|9 9 

N- {4- [(6, 7-'^h4'>-4-t>/U)tt->] y^-jl) - 
N' - (3-zhn7x-^) VlsT (170) 

6, 7-^ h4-v-4- (4-7U7x> + i') > (8 3mg) £ 

h;Ux> (6ml) iztiUmmttzik, 3--hD7i^Ky>74-h 
(3 8 4mg) £Jd;L n 4 O&ffltiamMWLLtio dd*W7* h > 

(10/1) T-Jg^-rSv/'J^W^^A^pvh/^^^-ick^^U ^ 
m®^®}* 4 4m g> iR^3 4%T^fc c 

1 H-NMR (DMSO-dg , 500MHz) : 6 3. 99 (s, 3H), 
4. 0 4 (s, 3H) , 6. 4 3 (d, J = 4. 9 Hz, 1 H) . 7. 1 0 (d. 
J = 9. 2 Hz, 2H) , 7. 3 8 (m, 2 H) , 7. 4 7 (d, J = 8. 6H 
z, 2H) , 7. 5 7 (s, 1H) , 7. 8 1 (m, 2H) , 8. 1 9 (s, 1 
H) , 8. 3 1 (s, 1H) , 8. 4 6 (d, J =4. 9 Hz. 1 H) . 8. 5 
9 (s, 1H) 

(FD-MS, m/z) :46 0 (M + ) 
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nffim o o 

N- {4- [(6, 7 -*J* h4-->-4— *>"J;1/) 7x-i} - 

NT -*?3-)l*7\sT (1 7 1) 

6, 7-->V F + y-4- (4-7;;7*;*'» *>"j > (5 lmg) £ 
h;bx> (5ml) fcinJS»A?LA:SU Xtf-M V ->7*- h (0. 2ml) 
£fln*.> 2^TOHftS^L^e g$£?na*;bA/7-t? h> (10/1) TJg 

1 H-NMR(CDC1 3 , 500 MHz) : 50. 87 (m, 3H), 1. 
2 6-1. 3 0 (m, 1 OH) , 1. 5 3 (m. 2H) , 3. 2 7 (m. 2H) . 
4. 03 (s, 3H) , 4. 0 3 (s, 3H) , 5. 0 4 (m. 1 H) , 6. 4 
4 (d, J =5. 5 Hz, 1 H) , 6. 9 7 (s. 1 H) . 7. 1 0 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) . 7. 42 (d. J=8. 6Hz, 
2H), 7. 55 (s. 1H). 8. 46 (d, J=4. 9Hz, 1 H) 

M^WH (FD-MS, m/z) :45 1 (M + ) 

£»0I1O 1 

N- (3-7-; V7x-;1Q -N' - {4- [ (6, h*->-4-* 
SV)V) 7x>M frU7 (17 2) 

N- {4- [(6, 7-^n + v'-4- + y | JA) t+->] 7x-;H - 
N' - (3--hD7xi*) 7 1/7 (2 8mg) £N, N — is / f-JlfcJlJ+T 
i K/IHlif-^ (5m 1/2. 5ml) fc*»U 2 0H*IMfc><5 v>-7 A- 
Kft (9 7mg) £flnx^ 7fc*»HftTafi»wr3«rRMIffLfco RJ6tt*-b> 
>T h^ffl^TiliLfcfc «ft*ISl?d6i6*-eft*L^ p V 7Affe 
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H-NMR (CDC lg . 500 MHz) : <5 4. 02 (s, 3H). 
4. 03 (s. 3H), 6. 41 (in, 1 H) , 6. 41 (d, J=5. 5Hz, 
1H), 6. 6 1 (m, 1H), 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d. J=8. 5Hz, 2 H) , 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 4 7 (d. J =8. 5 Hz, 2H) , 7. 5 5 (s, 1H), 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
H«£0rtt (FD-MS, m/z) : 4 3 0 (M + ) 

mmm 1 o 2 

N-7'J;U-N' - {4- [(6, 7-^ht->-4-t;'JA/) tti/] 
7x-;b} ^7 (17 3) 

6, h + ->-4- (4-7$ ;7x;+-» *V l> > (5 Omg) £ 

N, N-v?y*;M?;UA7$ K (5ml) K*g$Lfc&, T U V 5/7*- h 
(0. 2ml) £fln** 8 0TCT1 5«fBaan«l«ffLfco EfcttKUjc£flQ;U j£ 
Ki^;bT2lHiaaiLfc^W«S«:iafD^7KT^Lx h U 

m&Lfzo mErmm^^u t&m*?uu*)\,j,/t*y> (1 o/n -e 

6 1mg. iR^9 6%T?^ 0 
1 H-NMR (CDClg, 5 0 OMHz) : 5 3. 9 0 (m, 2H) , 

4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 12 (d, J = 10. 4H 
z. 1H), 5. 23 (d, J = 1 7. 7Hz, 1 H) . 5. 62 (s, 1 H) , 

5. 88 (m, 1H) , 6. 41 (d, J=4. 9Hz, 1 H) , 7. 08 (d. 
J=8. 5. 2H), 7. 39 (s. 1 H) , 7. 44 (d, J=8. 5Hz, 
2H) , 7. 54 (s, 1H). 7. 75 (s. 1H), 8. 44 (d, J = 
5. 5Hz, 1H) 
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Hftftflrffi (FD-MS, m/z) :3 7 9 (M + ) 
H»J10 3 

N- {4- [(6, 7-y>* h*->-4--fry U;U) **i/3 7x-M - 
N' - (1 (174) 

6, 7-vM h + ->-4- (4-7;/7x^-» +7 U > (5 Omg) £ 
h;l/i> (5ml) (Cftlftt&jBL*:&* 1— J^f-JM'Vv'T^-h (0. 2m 
1) *tn;U 2 O^nAnKaatL^o !tt*^Dnt^V7Hrh> (10/1) 

4 lrag, ©5 

1 H-NMR (DMSO-dg , 500 MHz) :<53. 95 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 21 (d. 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m, 7 
H) , 7. 9 2-8. 15 (m. 3H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 2 0 (s, 1 H) 

nmStftm. (FD-MS, m/z) : 4 6 5 (M + ) 

^life^J 10 4 

N- (2-b'7x^) -N' - {4- [ (6. 7-?* U 
)l) »4-->3 7x^) (17 5) 

6, 7-iM h + i/-4- (4-7;;7x;+-» +>'J> (5 2mg) & 
h;Ux> (5ml) tcMfc®ft?L*:&> 2-t'7x-M7i/7^- h (0. 2 

mi) *jd*. % zQfifgmfmmLtzo m^o*W7t^ uo/ 

®Z 5 6 m g. 1R* 6 4 ^T'^fco 
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H— NMR (CDClg, 500 MHz) : 6 3. 97 (s, 3H), 
4. 04 (s, 3H) , 6. 35 (d. J=5. 5Hz, 1 H) , 6. 96 (s, 
1H) , 7. 40 (d, J = 9. 2Hz, 2H), 7. 14-7. 39 (m, 
11H), 7. 54 (s, 1H), 7. 89 (brs, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 
K«»tfHi (FD-MS, m/z) :49 1 (M + ) 

^fife^lll 0 5 

N- (4-xf;l/7x-;l/) -N' - {4- [ (6, 1-Vt h^j/-4-4- 
V'JjIQ **z/] 7x-i) frUT (18 8) 

6, 7-v'y Hr*>-4- (4-T^y 7x/ + y) *y ■> > (5 lmg) £ 
h;Ux> (5ml) Jc;Dnl$&gft?Lrt:&> 4 - if^7xiMy'>7*- h 

(0. 2ml) &Jd;U 9 0»IMLfco 82^^DD*W7-bh> 

(1 0/1) T'Jg§f§tS^y#W*75A*o^ h^'77^ -Kefc^fgSgU ^ 
«©<b^ft* 4 2 m g „ 5 6 %"e^fc 0 

* H — NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 18 (ra, 3 H) , 2. 
5 8 (m, 2H) . 3. 9 9 (s, 3 H) , 4. 0 2 (s, 3 H) , 6. 3 9 

(d, J = 5. 5Hz, 1H), 7. 07 (d, J=9. 2Hz, 2 H) , 7. 
11 (d, J = 7. 9 Hz, 2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 
7. 4 0 (s, 1H) , 7. 4 2 (d, J = 8. 5 Hz, 2 H) , 7. 5 5 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

@S##HI (FD-MS, m/z) :44 3 (M + ) 
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HJ60J1O6 

N-K>vV;U-N / - {4- [(6, 7 - if J b * 4 U )l) 
->] 7^-;l/} »7l/7 (18 9) 

6, 7-^ h + - (4-7;;7*; + '» *y"J>(5 2mg) * 
b;Ux> (5ml) izWmmLtz.^ K>'AOW 7>7*- h (0. 2ml) 
«IDiU 5 0^TO^«ELfc o «aE«r^PD*^A/7-b h> (10/1) T? 

1 lmg, iR^l 5%f^ 0 

1 H-NMR (CDClg, 500 MHz) : <5 4. 06 (s, 3H) , 4. 
0 7 (s, 3H) . 6. 4 9 (d, J =4. 9 Hz. 1 H) . 7. 2 0 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 
8 (s, 1H) , 7. 6 5 (m, 1H) , 7. 7 1 (d, J =9. 2 Hz, 2H) 
. 8. 04 (d, J=7. 9Hz, 2H). 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s. 1 H) 

®fi##HI (FD-MS, m/z) :44 3 (M + ) 



H*feflll0 7 

N-xh^i/ft^ff-JU-N' - {4- [(6, 7 -V* b*->-4-*/ U 
Jl) 7xz;H 1/7 (19 0) 

6, K + (4-7^ y 7xy + -» +y «J > (5 2mg) & 

(5ml) IcjQflM&tflfctk xh + i/*^fiMvm-h 
(0. 2ml)*Jn;U 1 5»NHlD«fll*tfco K**^Dn*;l/A/7-bh> 

(i o/i) Tjgga-rsv"j^y>^7A^D^ -{c«j;»3^L> ^ 

«©*fc£tt* 2 0 m JR« 8 %V^fz 0 

1 H-NMR (CDC 1, , 500 MHz) : 8 1. 37 (t, J =7. 3H 
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z, 3H), 4. 10 (s, 3H), 4. 17 (s, 3H), 4. 31 (q, J 
= 7. 3Hz, 2H), 6. 70 (d. J=6. 1Hz, 1 H) , 7. 20 (d, 
J =8. 6 Hz. 2H) , 7. 6 4 (s, 1 H) , 7. 7 2 (d. J = 9. 2H 
z. 2H), 8. 12 (s, 1H), 8. 50 (d, J = 6. 7Hz, 1 H) , 
10. 0 8 (s, 1 H) 
St^I (FD-MS, m/z) :411 (M + ) 

HJfeffll0 8 

N— (4 - [ (6, 7-^^ h*'>-4-*>"JJlO 7x-^} - 

N' - (2-^f^7x^) -)U7 (5 6) 

6, 7-?y h + ->-4- (4-7;;7x; + -» +yj > (5 lmg) £ 
hJl/i> (5ml) izmfmmiti^ 2-y^7x^K7i/7*-h 
(0. 2ml)*Jn^ N 1 5^Bgjd»««Lfco 8S«-^an*^A/7-bh> 
(10/1) TJg^-5i/U^yVU^77A^D^h^7>r-{zJ:t)^L> £ 
S©{fc&#l£6 lmg, C$8 2%T*mtz 0 

X H-NMR (CDClg, 5 0 0MHz) : 6 2. 2 0 (s, 3H) , 4. 
00 (s. 3H), 4. 03 (s, 3H), 4. 31 (q. J=7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz. 1 H) , 7. 05-7. 20 (m, 6 
H) , 7. 39 (s, 1H). 7. 42 (d. J = 8. 5Hz, 2H), 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 45 (d, J=5. 5Hz, 1 H) 
ftflbJtfrfil (FD-MS, m/z) :42 9 (M + ) 
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H»J 1 0 9 

N- {4- [(6, 7-->V VjV) y^-Jl} - 

N' - (3-^ Wx-;l/) -71/7 (5 5) 

6, 7-v>V h*->-4- (4-7;y7*;*>» +>"J> (5 lmg) £ 
h;Ui> (5ml) icjDJftiSPLfc^ 3-yf^7x^MVi/7*-h 
(0. 2m I ) fcJniU 1 5^m«iiiafEL^o dd.*^A/7H? h > 

(1 0/1) TJTOt*->'J*y^*7A^D-7h^7>f-{wJ;t)lllll!U * 
■Oft6tt*4 1mg> iR$5 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 2. 3 2 (s, 3H), 
4. 02 (s, 3H). 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 6. 93 (d. J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 4 1 (s, 1H) , 7. 4 4-7. 4 7 (m, 3 H) , 7. 5 6 (s, 
1H) , 8. 4 6 (d. J = 5. 5H z, 1 H) 
©«##f*I (FD-MS. m/z) :42 9 (M + ) 

£Jfe0>J 110 

N- (2-7Mp7x^) -N' - {4- [ (6, 7-S?y h*->-4- 
*7'J/U) *-*SQ 7x-ib) ftl/7 (6 0) 

6, 7-S?y h**>-4- (4-7;;7x; + -» 4-y 'J> (5 lmg) £ 
h;l/x> (5ml) {cJln^ft?L^v 2-7^o7x-;KVi/7^ - h 
(0. 2ml)£Jn^> 1 b^nmMMlfZo E&*9uu*A,J*/7* h> 
(10/1) rJ8§a-t*-> , J*y^*7A^n-eh^7>f-{wJ:*)miU S 
m<D4t&®i*:5 4 m g. iR$7 3 96T?£fco 

1 H-NMR (CDClg, 500 MHz) :<5 4. 01 (s. 3H), 
4. 04 (s, 3H), 6. 44 (d. J = 5. 5Hz, 1 H) . 6. 97- 
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7. 0 4 (m, 2H) , 7. 10-7. 1 2 (m, 3 H) , 7. 42 (s, 1 H) 
. 7. 49 (d, J=9. 2Hz, 2 H) , 7. 57 (s, 1 H) , 7. 73 
(s, 1H) , 8. 17 (m. 1H) , 8. 35 (s, 1 H) , 8. 48 (d, 
J=5. 5Hz, 1H) 
K«#flflt (FD-MS, m/z) :4 3 3 (M + ) 

mmm 1 1 1 

N- (4- [ (6, h*S/-4-*y y^-Jl) - 

N' -yotf^»t/7 (1 9 4) 

6, 7-->V h + v-4- (4-7;;7x;+-» +yj> (5 4mg) £ 
N, N-y^f;b7tM7; K (3ml) fcfcJBLfcgU t 4 ;l^ y *>7* 
-h (0. 2ml) £fln*. x 8 0*CT2 4«rlHKlD««I»Lfco KttttfcTKfciQ*.* 

-C"&mLtz 0 «ETiffiK*9*U ^^Do*W7-feh> (10/1) 
"e®§|^-5 i/ 'J 7 i» * n v h y^ 7 -r - K: J: !) flMH U SJS©>fb£$j£ 

59mg, JR^8 496T»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 3 (m, 3 H) , 
1. 5 5 (m, 2H). 3. 2 4 (m, 2H) , 4. 0 2 (s, 3 H) , 
4. 0 2 (s. 3H) , 5. 4 7 (t. J = 5. 5 Hz, 1 H) , 6. 4 1 (d, 
J = 4. 9 Hz, 1H) , 7. 0 8 (d, J = 8. 5 Hz, 2H) , 7. 3 9 

(s, 1H), 7. 43 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d. J=5. 5Hz, 1 H) 

nMfttirm (FD-MS, m/z) :38 1 (M + ) 
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mm 1 1 2 

N- {4- [(6, l-'J* \-*rv-A-*cJ l )Jl) y^-)l} - 

N' - (4 -y j.-Jlrt)ltf-Jl7 vVT (19 5) 

6, 1-*J* h*'>-4- (4-7;;7*;*'» +7 U > (5 4mg) £ 
h;bx> (5ml) fcSSU h U 7 > (53mg) ^Jn^ 2 0#fHJJ!in 
ftfttifELfco JK&&K4-7S yO'/7x>/ > (8 5mg) SrflD*.. lttMAl 

8t£fi*U H2£?no*;bi*/7-fe f*> (10/1) T-Jg^-r* -> U 
*7A^D7h^77-( -lw«fc!)*&tl!U mmoit&to'S: 1 9mg. JR*2 1% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4 . 01 (s, 3 H) , 

4. 04 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (d, 
J =9. 2 Hz, 2H) , 7. 4 1 (s, 1 H) , 7. 4 6~7. 8 0 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s. 1 H) . 8. 47 (d, J = 

5. 5Hz, 1H) 

MbWHI (FD-MS, m/z) :519 (M + ) 

3£»J 1 1 3 

N-^y/^-N' - {4- [(6, Hr->-4-4-/ 'JAp **S/] 

7x-;l/} (19 6) 

6, 7-^> h*->-4- (4-7;;7x> + y) >J > (5 2mg) £ 
N. N-v*yf-;l/7*;kk7 5 K (3ml) Ic&j&LfcgL ^*->;l/>f 7 ->7* 
- h (0. 2ml) 6 0TTF1 5W$1titfmWlfc 0 SJCfcKTKSrjta*.. 
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■CftttkLfco ttET»lfc*9*U ^^a*W7th> (10/1) 

6 3mg, iR$8 4%r-mtL 0 

1 H-NMR (CDC 1 g , 5 0 0 MHz) : 6 0. 8 5 (m, 3H) , 
1. 2 5-1. 4 7 (m, 6H) , 1. 5 0 (m, 2 H) , 3. 2 6 (q, d = 
6. 7Hz, 2H), 4. 02 (s, 3 H) , 4. 02 (s, 3H), 5. 68 
(brs, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz. 
2H) , 7. 55 (s, 1H), 7. 94 (s, 1H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

(FD-MS, m/z) :4 2 3 (M + ) 

0Ufe0J 1 1 4 

N- (5-^>y~;U) -N / - {4- [(6, 7-^^^-4-t;'J 

7x^;l/} frU7 (19 7) 
6, 7-^ h + ->-4- (4-7;;7x; + -» +7'J> (5 lmg) £ 
(5ml) Icg&U (5 4mg) &;&D;U 1 2^*0 

mmmifzc Kmm^4-ri (36m g ) *m*.. 36$mijQmm 

£?*U gg£?oo*;l,A/74r h> (10/1) T?gSW-S •> 'J tif/Miy 
^o?h^7-( -ICfcOfcMU ««©lfc^**l 3mg, JRspl 6%T**§ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : (52. 0 4 (m, 2H) , 
2. 8 2-2. 8 6 (m, 4 H) , 4. 01 (s, 3 H) . 4. 03 (s, 3 H) 
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, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m, 1 H) , 7. 08 
(d, J=8. 5Hz, 2H) , 7. 13 (m, 1 H) . 7. 32 (s, 1 H) , 

7. 4 0-7. 5 7 (m. 6H), 8. 44 (d, J=4. 9Hz, 1 H) 
S*##Ht (FD-MS, m/z) :4 5 5 (M + ) 

*mmi 1 5 

N- (3, h^'>7x^l>) -N / - {4- [ (6, 7-S*y h*'> 

-4-^y«J;U) 7x-;l/) (19 8) 

3, 4-i^ h + ->T^-'J> (4 2mg) £h;Ux> (5ml) IZ&JHU h 
U*xY> (2 4mg) ^Ja^.x 2 23^ISHin*««ELfco R»Stt«c6, 7-v/ 
h + ->-4- (4-7;;7i;+y) *>/'J> (5 1mg) (52rag) ^Sn 
1 8^iajDJ»fl»tfco SiBftl^iteK*^ h 'J *A3k*ft£flQ;L x B^S?x 

Lfco 2$EETf§i«£S£U ^g^DD^/7th> (1 0/1) TSgfl 

gx Wi 

1 H-NMR (CDC 1 3 , 500MHz) :<53. 84 (s. 3H), 
3. 85 (s, 3H) , 4. 01 (s. 3H) , 4. 04 (s, 3H) . 

6. 43 (d. J=4. 9Hz. 1 H) , 6. 7 5-6. 8 0 (m. 2H). 

7. 10 (d, J = 9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2H), 7. 
56 (s. 1H), 7. 59 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

®fi#ffll (FD-MS, m/z) :4 7 5 (M + ) 
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mmm 1 1 6 

N- (3, 4-3L?-l/>i?**isy x.-Jl) -N' - {4- [ (6, 7-5?/ 
h4^>-4-*7 l )Jl) y*-M 01/7 (19 9) 

3, 4-xf-L/>^+^7-«; > (8 0mg) & hJl<x.> (5ml) 
U h'Jxf;l,7;> (0. 5m 1 ) £j&a;Lfc& h V **y> (5 Om g) £Jn 
*x lftffimmmffiLtZo KfcMK6, 1- : J* h+y-4- (4-7^/7* 
J*is) *J >J y (5 2mg) ^UD^ 1 0 0#fflto*««L:fco Kifc&Kifcge 

*;bA/7"feh> (10/1) •eJg§a^-5-> , J^y^^77A^D-7 - 
1= «t 0 ffltil U »B©^^«I* 6 2 m g . J« 7 4 %T#/c 0 
1 H-NMR (DMSO-dg , 500MHz) : 6 3. 9 4 (s, 3 H) , 

3. 9 4 (s. 3H) . 4. 19-4. 2 1 (m, 4 H) , 6. 4 3 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m. 2H), 7. 09 (s, 1 H) , 
7. 1 7 (d, J = 9. 2 Hz, 2H) , 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H), 7. 56 (d, J = 8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1H) , 8. 4 7 (s, 1H) , 8. 6 9 (s, 1 H) 

®g#0Ht (FD-MS, m/z) :4 7 3 (M + ) 

mmmi 1 7 

N-/^;b-N- {4- [ (6, 7-^/ h*v/-4-*/ U ;lQ *4^>] 7 
^-M -N' - (4-/ h^->7oL-;U) 01/7 (2 0 0) 

Mymm (0. 2 7ml) {c^K (0. 13ml) £flo;L> 6 0 tTF 2 B^fln 
i«^LfcoM:fh7tKo77> (8ml) lc&A?L*:6, 7-^/h 
**>-4- (4-7;;7xy + >» */ 'J > (3 0 3mg) &tiQx.^ Mi&KT 
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ffiTJ&ISteSteU ^?nn^W7th> (1 0/1) TJg^-r^i/U 
*W5A^n7 -IckUIMSU 6. 7 - h **>- 4 - (4 

c©6, h*->-4- (4-*^>»b7 ^7i; + i/) *y y > 

(3 1 7mg) ^fh7k Ko77> (9m 1) fc?8#U ^-ffcT^ 5 — "> A 
(181m g) £Jn;U ^S{-T2B#P^jf^L^o SJ&»tr^b7>* 

■b h> (10/1) TfSBItS^'J^m^A^n-? h?77^ — tc<t *9fS^ 
U 6, 7-i^yh*->-4- (4-yf-^7i /7i7 + y) *>"j >£2 3 
9mg|fc 0 

C<D6, 7-'^h + ->-4- (4-yf-^7 ;;7x>/ + J/) 4-y U > (4 
9mg) ZbJl^> (5ml) {Cjpil»» L fctfe. 4-> h + ->7*-^7-> 
7*-h (0. 2ml) *JniU 1 2NrlffltoaHS*Lfco !SE*^d*W 
7-th > (10/1) -egH-t-S^'J^y^^A^a^ -tcj;i)*f 
KU %m<Dit&®*4 7m g> JR*5 196"r#fco 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 3 8 (s, 3H) , 
3. 7 7 (s, 3H) , 4. 0 5 (s, 3H) , 4. 06 (s, 3 H) , 

6. 14 (br s, 1H) , 6. 5 9 (d. J = 5. 5 Hz, 1H), 6. 8 2 
(d, J=9. 2Hz, 2H) , 7. 21 (d. J=9. 2Hz, 2H), 

7. 29 (d, J=9. 2Hz, 2H), 7. 44 (d. J = 8. 6Hz, 2 H) 
, 7. 4 5 (s, 1H) , 7. 5 2 (s, 1 H) . 8. 5 5 (d, J =5. 5H 
z, 1H) 
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SiMKFD-MS, m/z) :4 5 9 (M + ) 

mmi 1 8 

N-yf-;l/-N-7x^;U-N / - {4- [ (6, 7- ; Jt h*i/-A-*J 
U;lQ 7x^1/} 7 1/7 (2 0 1) 

6. 7 -if/ H + S/-4- (4-7i;7x; + -» 'J > (7 2 m g) £ 
h;Ui> (7ml) KWffiU hU*xy> (5 2mg) *Jd^ 3B#RgM*fcI 
ILto5J£:ii:N-^W-'J>(0. 0 5ml) ^to, IBtRW&g^ 

±U ^^^OD^^A/T-tr h> (10X1) TSM-r5i/'J*y;l/*-5A 
^77^ U mm®ik&m&4 8m g N JR^4 6%-e^c 0 

1 H-NMR (CDC lg , 500MHz) : 53. 37 (s, 3H), 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 32 (b r s, 1 H) , 
6. 41 (d. 3=4. 9Hz, 1 H) , 7. 07 (d, J=9. 2Hz, 2H) 
. 7. 3 7-7. 5 3 (m. 8H) . 7. 5 4 (s. 1 H) , 8. 4 5 (d, J 
= 5. 5Hz, 1H) 
KS£*Ht (FD-MS, m/z) :42 9 (M + ) 

IUS0I1 19 

N-^^JU-N- (4-^ h^->7x-^) -N' -y^U-N' - (4- 
[(6, h^r->-4-^;'J;l/) t^i/] 7x-;b} 7i/7 (2 0 2) 

N- (4-^ 7 -N' - {4- [ (6, 7-vM b*v/-4- 
*yjjb) 7x-;H -7 1/7 (99mg) *N, N-5?y*-;l/*;UA7 

S K (3ml) izmm U imit± V D (4 2 m g) £flD;ix Ifli:t 2 0 
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#MK#Lfc*3'Mb/f'^ (0. 03ml) Ziaz.^ mmSCFlftlBat&Lfco 

§^^DD^M/7th> (1 0/1) T-Jg^S^'J^y^^A^ov h 

1 H-NMR (CDC lg . 500 MHz) : 5 3. 23 (s, 3H), 

3. 24 (s. 3H) , 3. 75 (s, 3H) , 4. 05 (s, 3H) , 

4. 06 (s, 3H), 6. 27 (d. J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H), 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J = 9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2H), 7. 

42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

Ma*ftt(FD-MS. m/z) :4 7 3 (M + ) 

^01120 mnm 

3, 4-^^ao7x^M-^^^7i-Mh> 

im&V-Vu/ * y (10ml) <K 7fj|RS©7-7-<rt' (1. 0 8 1 g) 
<bHiBSa©3. 4-v??on^>^;b^niJK(2. 0 9 5 g) trfJBSS©^ 
vx;l/h*«!7A(III) h'j7;l/tD^^>x;l/t4-h (6 2 0mg) £Jn;U 
6 0^KT8B$R3«#L*:o ££M^£*£?oa*;l/AT'#Ij&. *oa* 

£jg©*b&$l£2 7 0mg>iR$l 0%-dtrtio 

1 H-NMR (CDClg, 500 MHz) : <5 3. 90 (s, 3H) , 
6. 98 (d, J = 9. 2Hz. 2 H) , 7. 56 (s. 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2H) , 7. 84 
(d, J = l. 8Hz, 1H) 

W&£Vrm (FD-MS, m/z) : 2 8 0 (M + ) ,2 8 2 (M + +2) 

n«ji2i mm\) 

> (2 35mg) fcs^no/ (2ml) \mML tK#T1. OM«Ko> 
hV^n; K-^Doy^>»« (7ml) 2 L fc&R 

7 3m g. JR$7 7%Ti#tf:o 
1 H-NMR (DMSO-dg , 500 MHz) .6 6. 91 (d, J = 
8. 5Hz, 2H) , 7. 62 (d d, J = l. 8, 8. 6Hz, 1 H) , 
7. 68 (d. J=8. 5Hz. 2 H) . 7. 80 (d. J=7. 9Hz, 1 H) 
, 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 
fi^ffi(FD-MS, m/z) :2 6 6 (M + K 2 6 8 (M + +2) 

HJS0I12 2 

{4- [(6, 7-^^^^-4-4;'J^) ^->] 7x-jl/} (3, 4 
-^DD7i-;ir) (177) 

T;Uif>^T. HWJ1 2 1 3. 4-^nn7x-A 4-hKo 
-^v/^^U ^rh> (1 54mg) £ 4 - 'J/ f-J^T $ -/ t° U y > (7 7mg) 
(5ml) ^AtiltWWLfco 3W4-^aD-6, 7- 
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i?y h 'J > (1 2 9mg) «-Jd^ 2 l«rffl;taJ»«aiEL;/i:o RJCfi^lfe 

7* h> (2/1) «nii^ ! J*^^o7^'77^ -K£0*tSS!U 

mmvit&m* 8 i m gN jr^3 i %x-m^ 

1 H-NMR(CDC1 3 , 500 MHz) : <5 4. 0 3 (s. 3H). 
4. 07 (s, 3H) , 6. 68 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J =8. 5 Hz, 2H) , 7. 46 (s, 1H), 7. 4 7 (s, 1H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J-9. 2Hz, 2 H) , 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

(FD -MS, m/z) :4 5 3 (M + ) , 4 5 5 (M + +2) 

(1. 2 8 2 g) tr^m&(0 4->7JOV^)l^u*) K (4 9 7mg) 
ootwbA (5ml) fcSfflPU rtJfl£,£©t*X ( HJ 7i-M>X7-f >) /<5 
^•7 A (II) ?n'J K (8mg) £A*U 1 lmBtoOtMttLltio 

njfe^j2 3 tmm®jj&xftmtzmz&$nz*-T)i>m£m7mm^?*i<' 

9AT^Lfco a*ETjffi««4«»fciai (8 5 9mg) ^r-h^tKn^v 
> (2ml) {c&#P£-tf\ 7jc (5ml) i 6 N^»7K^ (12ml) ^rjD^T 



WO 97/17329 



12 1 



PCT/JP96/03229 



1 H-NMR (DMSO-dg, 500 MHz) : 5 6. 91 (d, J = 
9. 2 Hz. 2H) , 7. 6 7 (d. J =8. 5 Hz, 2 H) , 7. 8 0 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s. 1H) 

H«#tFrfit (FD-MS. m/z) : 2 2 3 (M + ) 
HifeflJ 1 2 4 

4- (4- [(6. 7-^ ^->-4-^; 'J;l/) ^->] ^>'/-fM < 
yy- ( (17 8) 

TJi^ymmr. usswi 23^/^4- (4-t Ka+->^>y^;u) ^> 

h U )l (2 3 0 m g) t 4 - ;>/h , iJ5J> ( 1 3 8 m g) fc+v' 

U> (5m 1) ^Anifi'flWLfc. 1H*BB&4 -?no-6, 

(230mg) £JU>U 2 OB^&m&iSMLfco £&Zi&#r£i&fn 

S¥&. Mfc*an*;l,A/#&x^;U (5/1) T'SgB^SS® > U d 

1 H-NMR (CDClg, 500 MHz) : 6 4. 03 (s. 3 H) , 
4. 06 (s, 3H) , 6. 68 (d, J=5. 5Hz. 1 H) , 7. 29 (d. 
J = 8. 5Hz. 2H), 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d. J = 7. 9Hz, 2 H) , 7. 90 (d, J = 8. 6Hz, 2H) 
. 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J = 5. 5Hz, 1 
H) 
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MbMHB (FD-MS. m/z) :410 OVT) 

mm i 2 5 

rfiBRSO- h n y * > (10ml) ^ rfflRSC'T-V-yU (1. 0 8 1 g) 
£l&&&,(D2-**)l'<yV4 Jlta*) K (1. 5 4 6g) iitiKfnO'f ?f A 
hU7;l/tay^>xm-h (6 2 0mg) fcfln*^ 6 Otic 
T7NfKft^L^ 0 RlEfi^«S*IUII«i2 0i™o^ffiT«raU ^S©{t 
£«5*1. 6 7 9 g> JR^7 4%T*ntLo 
MfeWHt (FD-MS, m/z) :22 6 (M + ) 

HWJ12 6 

4-I:Kp^->7x^I/ h > 

flJfc0J12 5Ti§A:4-y h + ->7x-;l/ 2-yf^7x-;l/ 
6 6 0 g) ^ddW (1 0ml) Id&JIPU *#T1. 0M#a> hU7 
o* F-^dd^>M (29ml) £JlD;ix Sfi+ft#Lfc 0 lBfefli#& 
55K11. 0M*o>h'j7 , D; K-i?^oo^>M (1 5ml) «rJO^ M 
&*2&&#Lfc&&£&£^£fimm 2 1 ^So^&iL, £)g©ffc 
£$j£l. 50 1g^ «$9 6%mo 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 0 (s, 3H) , 

6. 87 (d, J = 8. 5Hz, 2H) , 7. 22-7. 29 (m, 3H), 

7. 37 (td, J = l. 2, 7. 3Hz. 1 H) , 7. 73 (d, J = 8. 5 
Hz. 2H) 

H«»#fffi (FD-MS, m/z) :212 (M + ) 
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mmmi 2 7 

{4-CC6, 7-^ht->-4-t;'J^) 7x-M (2-y 

f;b7x-;b) y > (18 0) 
7^3*>m^T> HWJl 2 6T^f:4-t Kn + ->7x-;b 2 7 
>7-h>(l. 3 3 4g) t4-^f^7;;f'Ji?> (8 4 5mg) 
(15ml) tf^AnSfitWB^Lfco l«4-^un-6, 7 
-iM h + '>+y 'J > ( 1 . 4 0 6 g) £7jn*., 2 3^Fl3ftlMfiftLfco B&M 
eM*m\mmm+ Y U ? n n * n o * JkMl 

-iz&t)ftmt s miz^*-*>/7*h> (2/i) T?sBflt«wii'>'j*y^ 

^n^f^^-icfc&fWBIU mmoit&mzi. 2 5 8 g. JRj£5 0%T 

1 H-NMR (CDC 1 3 . 500MHz) : 6 2. 37 (s, 3H), 
4. 02 (s. 3H) . 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2H). 7. 25-7. 35 (m, 
3H) , 7. 3 9-7. 4 2 (ra, 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 
(s, 1H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5Hz, 1H) 

nmftmm cfd-ms. m/z) : 399 (m + ) 

HWJ12 8 

(3- [ (6, 7-'J* h*->-4-*7 Or*';] 7x-;M 
(181) 

4-$r an- 6, 7-5» / 'J > (1 1 2m«) irffBSSO 3 - t K 
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o+W7x7> (2 9 7mg) ZM&L 1 7 0*C + 1 0£BHK#L*:SL 
m&&&yR^*-*>/T*Yy (2/1) Wt^SfyU^^^nvh 

1 H-NMR (CDClg, 90Mz) : <5 4. 04 (s, 3 H) , 4. 05 
(s, 3H), 6. 53 (d, J =5. 3Hz, 1 H) . 7. 34-7. 88 
(in, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 

WHMfffi (FD-MS, m/z) : 38 5 (M + ) 

HHW12 9 (#%{*]) 

%V&m2 2Ti#7t4- h 'J -n-^^f->- 1 - jf J ^Jl7 * S -Jl 
(1. 282 g) irPBSap© 2-70^ )19 d'J K ( 3 9 2 m g) fc*nn*;U 
A (5ml) Kj§ft?U r&RSCDb'X (h »J 7i-W^^ >) A 
(II) ^Dij K (8mg) £A*i> 1 li|rlffl**Lfco £ftfl£fe*|gjfcffl2 3 

Lfco WETm&mi&tot&m. (6 62mg) ^fh7kh'o77> (2ml) 
7k (5ml) £6N&8&kfcfc (12ml) ^JniLT 3 NfPdHBinMH 
«ELfc 0 Ri(5fi^«l«rSQfeWl 2-3 tH*©3Wfe^«yiL. «Oft£te*2 1 
8mg x ©3 9%Ti#fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 7 6 (d d, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J = 3. 1Hz, 1H), 7. 87 (d, J = 8. 5Hz, 2H) 
, 8. 06 (d. J = l. 2Hz. 1H), 10. 39 (s, 1 H) 

W&ftVrm (FD-MS, m/z) :188 (M + ) 
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H»J 1 3 0 

{4- [ (6, 7-?* h*i/-4-*7 7x 

/ ?y > (18 2) 

y h> (2 0 5mg) «!:4-> f yf L ;UT^y b°'j v?> (1 4 6mg) fc+i/U 
>(5ml)t(iAAiiIfitHJ^Lfco 1W4-^od-6, 7-^h + 
v/*y U > (2 4 4mg) *3ta^ 2 0 ^HAlMSjtK L ^. ££il£$l&fi&?D& 

1 H-NMR (CDC l g . 500 MHz) : 8 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (dd, J=l. 8, 3. 7Hz, 1 H) . 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d. J=8. 5Hz, 2H) 
. 7. 32 (d. J=3. 7Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 48 
(s, 1H), 7. 73 (d, J = l. 8Hz, 1H), 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J = 5. 5Hz, 1 H) 
MS##r<I (FD-MS, m/z) : 37 5 (M + ) 

mmmi 3 1 m^m> 

rUHRSO-hay ^> (5m 1) 4*> mBRiS©7-7-;U (5 4 lmg) <tm 
Kao3-yf-^>y>r;l/^n i; K (7 7 3mg) irfTHRScDX* >^^i, 
(III) h'J7MD> *>x;l,**- h (4 9mg) Srflnx.. 6 O'CKTll&ji 
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MS##tM (FD-MS, m/z) :2 2 6 (M + ) 

mmmi 32 (#%m> 

(6 0 3mg) ZPfnaJ ?y (3ml) fci&JffU tK#T1. 0M*'d> h 
U-To ^ F'-^^do^>@« (11ml) ^iS«W£#L*: 0 2211 

m&fcfom&ys&mmmi 2 1 i^fto^s-eayiu ^110^*31 6 m 

1 H-NMR (DMSO-dg , 500 MHz) : <5 2. 38 (s. 3H). 

6. 89 (d, J=8. 6Hz, 2H) . 7. 37-7. 47 (m, 4 H) , 

7. 65 (d, J = 8. 6Hz, 2H) . 10. 42 (s, 1 H) 

nmftmm cfd-ms, m/z) :2i2 (m + ) 

flifeflll 3 3 

(4- [(6, 7-yn^->-4-^'J;b) ^->] 7x-M (3-^ 
^7i-;l) y^y > (18 3) 

T;l/=r>fC8fn\ HSfe^ll 3 2Tl#rt:4-t: Kd**>7*-^U 
jl-jI >ryy (307m g) £ 4 - >M f-;U7 i J t°'J v>> (19 4mg) £ 
**l/> (5ml) ^AnMiS^H^Lfco 1I^P^4-^do-6. 7-^ 
^ h + v'*/ 'J > (3 2 4mg) £J)D;l N 2 3B#r a iflolB&3*ELrt:o K^S^j^ 
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122 1 nmv-jj&v&m u &&<o<t&to& 262mg. irsmsk-c 8 

1 H-NMR (CDClg, 500 MHz) : 6 2. 4 4 (s, 3H), 
4. 03 (s. 3H), 4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) . 7. 46 (s, 1 H) , 

7. 49 (s, 1H) , 7. 59 (d, J=7. 3Hz, 1 H) . 7. 64 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 57 (d, J = 5. 5H 
z. 1H) 

JMfeWr* (ED-MS, m/z) :3 9 9 (M + ) 

mmm 1 3 4 (#%#d 

4- b Kp4^->7 4--hD7x-;b yh> 

HJS0J2 2Trf#fc4- h >J - n -71- Art- >- 1-J h*y>f;l/7x;-;l, 
(1. 28 2 g) <hmJK.£©4--hn'<>*AOI^n>J K (5 5 7mg) 
on*U (5ml) l;:**PU rtJIRfoOt'X ( Y ll 7x-/WX7^f » 

(II) ?0>JK(8mg) £Aftx 2 3 l$P&ta&ig&lE L fc Q RlKzg^I^ 
^Jfij0>J2 3 i^©7j&T^B^syicJ:0^5i-x^^li7K8leK-7^ > 
*AT«»Lfc« ttET^S^fcfcBffi (1. 0 4 7 g) ^f^7tKD7 
7>(4ml) * (5ml) £6Niffit*®m (1 5ml) WrtL 

ximmmLLito mxm&h*&mi 2 3 tnm^mxumu mm® 

<t&fo£3 9 8mg, JR^5 5%THfc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 9 2 (d, J = 

8. 6Hz, 2H), 7. 69 (d, J = 8. 6Hz, 2H) , 7. 89 (d. 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz. 2H), 10. 62 
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(s, 1H) 

M&ftVrM (FD-MS, m/z) :2 4 3 (M + ) 
0U60J13 5 

{4- [(6, 7-^ht^-4-»/U) tt->]7x^) (4-- 
ho7x~>il/) y > (184) 

T^=i*>m^Ts H»J1 3 4tffc4- t Ko + /7*-;b 4--hn7 
i-Jb ^ h> (3 7 0mg) tA-'JtrJbT i J f'J i?> (2 0 4mg) £ 
*:/U> (5ml) *^Anifi*IB?L/:o 1W4-^dd-6, 7-v 

(3 4 omg) ^jn*.. 2 s^mmmmMLtzo w&m&mz 
mmmi 3 o£H«©:ar?*-c®ffiu m.moit^m^2 3 8m gN jr^3 6%-e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 4. 0 3 (s, 3 H) , 

4. 0 7 (s, 3H) , 6. 6 9 (d, J =4. 9Hz, 1 H) , 7. 2 9 (d, 

J=8. 5Hz, 2H), 7. 44 (s. 1 H) , 7. 47 (s, 1 H) , 

7. 93 (d, J = 9. 2Hz, 2 H) , 7. 96 (d, J=8. 5Hz, 2 H) 
, 8. 3 7 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

K«5JtFffii (FD-MS. m/z) :4 3 0 (M + ) 

mmm 1 3 6 c#**d 

4-fc KP^^7aL-;b 3, 4->fl/>^->7x~;l/ 
HWJ2 2^^4- h 'J -n - 7*f-;l/f-> - 1 h*->^f;l'7x;-;l' 
(1. 2 82 g) irfJflgSiiDt'^o^n^^^D 'J K (6 6 4mg) ^dd* 
;UA (5ml) IC»»U rU)Ra©fX (h'j7x-M>X70) /n'^^A 
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(II) ?o>j K (8mg) £AtU 1 IftMlfiiSttLfco RJBg£fc£3S«fll2 3 

<t i^a©^^g-r s ^i- «k n * x - t- ;u® v y * * u -&m 

IfZo «£ET««ES*»»fcK* (1. 0 3 0g) *fh7tKn77> 
(2ml) KJMS-lK tK (5ml) £6NifiifcK»tt (12ml) £in*.T 
10.5 ifrffflrn*t3*IE L /Co SJ£fi^»*ll»« 1 2 3 t |3iai0#ffit?*yi L . 
&S<D<k&to&2 1 2mg. JR*2 9%-e»fc 0 

1 H-NMR (DMSO-dg , 5 00MHz) :56. 15 (s, 2 H) , 
6. 88 (d, J=8. 6Hz, 2 H) . 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (dd, J = l. 8, 7. 
9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s. 1 
H) 

Si»#ffi(FD-MS, m/z) :24 2 (M + ) 
H»J1 3 7 

(4- [(6, 7-^yh^^-4-^;'l^)^->] 7x-;l/} (3, 4 
-yfl/>-^'>7x^) (18 5) 

7iW>||^ HJfeflll 3 6T^4-t Ko + ->7*iA 3, 4-y^ 
^^+i/7x^ >y h> (202mg) <t4- V/ J t°'J 5? > 

(112mg) (2ml) *^Aftg&+ffi# I fco lHrlfflfc4-* 

do- 6, 7-^>h*^yj>(187mg) £Jd;U 2 0 ^PalM&igaE L 

tz 0 Rfcm&mznmm 124 tmrn^mr-mm u mmext&vst 135m 

g^ *W3 8%?'&tz 0 

1 H-NMR (CDClg. 500 MHz) :<5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 09 (s, 2 H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d. J=8. 5H 
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z, 2H), 7. 38 (d, J = l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9 Hz, 1H) , 7. 4 6 (s, 1 H) . 7. 4 9 (s, 1 H) , 
7. 88 (d, J = 8. 5Hz, 2H), 8. 57 (d, J = 4. 9Hz, 1 H) 
nmftVrm (ED-MS, m/z) :42 9 (M + ) 

mmmids (##pd 
miss©- hoy ^> (i om i) 4\ misaoT-v-^ a. o 8 1 g) 

<hmHS D a D©3- (h'j7^to^f;b) 'O'/Yj^dU K (2. 0 8 6 g) £ 
TUHSiS©^ yf/bk^A (III) h U 7;U>fpy *>x;U#*- h (6 2 0mg) 
ZtiQit. 6 0°CirTl?fe8I^LA:o SJfc*I£r03£fliffe0U 2 0 £ iiO^STi 
3U £S©fl:£$£7 19mg, JR^2 6 %-e'f#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 91 (s, 3H). 

6. 99 (d, J=9. 2Hz, 2H), 7. 60-7. 6 4 (m, 1H), 

7. 8 0-7. 8 3 (m. 1 H) , 7. 82 (d, J=8. 5Hz, 2H), 
7. 93~7. 94 (m, 1 H) , 8. 01 (s, 1 H) 

Hfi##HlL (FD-MS, m/z) :28 0 (M + ) 

3 — Ml 7Jl/toy Wx-;l/ 4-fc Ko^>'7 »h> 
%Wfl\l 3 8"ei#rt:3- h U 7;l/toyf;l/7x-^ 4-/ h**>7x~;U 
>rh> (65 7mg) £N, N-vM *-MwbA7 5 K (35ml) tci$«?U 
* HJ +>l»**t h*<> K (411ml) £fln*.. T^3*>mMT7^SnM« 
&ftL*io ££&£«3«rfl»] 3 3 iPHtOSS&TMSU £S©{b£#l£ 4 5 4 
mg N JR^7 3%Tl§^o 
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1 H-NMR (CDC lg . 500 MHz) : <5 5. 8 5 (s, 1H), 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d. J=9. 2Hz, 2 H) , 7. 83 (d, J = 7. 3Hz, 1 
H) , 7. 9 3 (d, J =7. 3 Hz, 1 H) , 8. 0 1 (s, 1 H) 

mmm 1 4 0 

(3-b>)7Jl*a/1-)l7*-J\,) {4- [(6. h*->-4-4- 
J UJIQ 7x-;U} y^y > (l 8 6) 

T^rf>m^T. HJfe^Jl 3 9-e^fc3- h'j7Mnyf;l/7x^l/ 4- 
t F'D + y7x-;b y h> (4 32mg) <h4-^DD-6, 7-^>h + -> 
*y U> (3 6 3mg) ^•v J a.^U>^i;3-;Ui/^f-;Uai-7 : -^ (1 0ml) 
fcfcfJBS-fr. 1 6 0W1 1 B^TOftilSftLfco RJEfi^fct&fP&Ifc***- h 

^ (5/1) -eJg^-r-5^v/U*y;U^u^hr5 7^-{C<l:t3^S!|Ls £J1 
<ZHb£%£2 0 4mg N JR^2 8%7??ifco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 3 (s, 3H) , 
4. 07 (s, 3H) , 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 30 (d, 
J = 9. 2Hz, 2H). 7. 47 (s. 2H) . 7. 66 (t, J = 7. 9H 
z, 1H), 7. 87 (d, J = 7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H). 8. 00 (d, J = 7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
, 8. 60 (d, J=4. 9Hz, 1 H) 

Wf&fttfrM (FD-MS, m/z) :4 5 3 (M + ) 
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TfJlKiS©- h o * 9 y (5ml) <K rfrlRSOT-V-JU (0. 5ml) <trfT 
&&©^?P^*1f:/77;U**-;U?P y K (0. 6 3m I) £ rfTflSSO-f „ x;U 
tf»7A(III) h'J7;l/*n^>x;l/**-h (2 8 8mg) Zljaz.* 6 0°C{C 
T3#HHI#Lfco ££M&^£7R£?PP*^AT#ii&, *pp*;UAJI£ 
ISPDKH**^- h 'J *A7K&&£fSft^7KTftfr Lfc 0 M^MM± h 'J ")AT 
§£*i L ttEETifflKe* LT*§fcg|i!i£ T-Kgrr 5 -> U * ¥Jl 
?o7h/77^ -(^OftMU mm<Dit&®£5 1 7mg, tt#5 1 %T*f 

1 H-NMR (CDClg, 500 MHz) : 6 1 . 2 1-1. 88 (m, 
10H). 3. 19-3. 25 (m, 1 H) . 3. 87 (s, 3 H) , 6. 93 
(d, J=9. 2Hz, 2H), 7. 94 (d, J=9. 2Hz, 2H) 
Sl^ffi(FAB-MS, m/z) :219 (M + +l) 

4 - > ? n^fr 1 - b Kp* >^<>-<f > 

Hfi60.il 4 1 T&fc 4 - 5/ ^n-N+v'**;!/ 1 h + S/'O-tf > 
(5 1 7mg) *N, N-v?;<f-;M->;UA7$ K (20ml) ic&JSU * MJ 
■7Af-*> Hr->K (5 3 8mg) fcjn*., 7^n'>^MTl^l!)nJlftS»ELfco 

4 8 7mg, iR^9 3%T#fc 0 
1 H-NMR (CDC U . 5 0 0MHz) : <5 1. 2 3-1. 88 (m, 
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1 3 3 



1 OH) , 3. 19-3. 2 5 (m, 1 H) , 6. 06 (brs, 1 H) , 
6. 89 (d, J = 8. 6Hz, 2H), 7. 90 (d. J = 8. 6Hz, 1 H) 
IlMffi(FD-MS, m/z) :2 0 4 (M + ) 

(1 8 7) 



Kn*i/^>-fe*> (2 7 3mg) <b4-*nn-6, 7 - V / Y*i/*J 'J > 
(lOOmg) 4ri?if-U>^U rj-;u>?y^l/jc— r^l/ (0. 2ml) fcjgfc? 
1 6 0W3 0^f»Lfc o RJSfi#««:iaftK»**^ h U *AtK& 

1 H-NMR (CDClg . 5 0 0MHz) : 5 1. 2 1-1. 9 3 (m, 
10H), 3. 24-3. 29 (m, 1H), 4. 03 (s, 3 H) , 4. 06 
(s. 3H), 6. 60 (d, J = 5. 5Hz, 1 H) . 7. 24 (d. J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 47 (s, 1 H) . 8. 05 
(d. J=8. 5Hz. 2H) . 8. 5 5 (d, J = 5. 5Hz. 1 H) 
nm^mm (FD-MS, m/z) :39 2 (M + +l) 

fUfe0lJ14 4 (#%^I) 
2-h'j7;l/tD^f;b7x-;l/ 4-y^->7x^ 
mBfoS©- h p * * > (10ml) ik rffliSOT-y-A (1. 0 8 1 g) 
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£mH£p D n ©2- (h >J7;Wo^f;b) OyV^o'J K (2. 0 8 6g) t 
rf?8RD D D©>r yf-^fcr^Adll) h'j7^tn^>x;^^-h (6 2 0mg) 
^fln^. 6 0^KT6B£EHI#Lrt:o ^fi^**£*nn*;UA-?#ijau 

WU «B©ft£ffc*l. 4 0 2 g> (WCfcfco 

1 H-NMR (CDC lg , 5 0 0MHz) :S3. 88 (s, 3 H) . 
6. 93 (d. J = 9. 2Hz. 2 H) . 7. 3 7-7. 3 9 (m. 1 H) . 7. 
60-7. 63 (m, 2 H) , 7. 75 (d, J=9. 2Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1H) 

mmftffim (FD-MS, m/z) : 2 8 0 (M + ) 

HWJ14 5 (##0D 

>rh> (1. 4 0 2 g)£N, N-i^y f-;l/*;Ui*r ~ K (1 5m 1) icjfflWU 

•j-MSAf^y hf-s/K (8 7 7mg) £jn;U T;i/^>mMT4^Sni^i 

1. 0 50 gx iR^7 9%T'^7t e 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 5. 8 8 (s, 1 H) , 

6. 87 (d, J = 8. 5Hz, 2 H) . 7. 3 7-7. 3 8 (m, 1 H) . 

7. 5 8-7. 6 3 (m. 2H) , 7. 7 1 (d, J =9. 2 Hz, 2 H) , 7. 
7 6-7. 7 8 (m, 1 H) 

®S5ftff46 (FD-MS, m/z) : 2 6 6 (M + ) 
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m&m i 4 6 

( 2 - h 1) 7 Jlyj- ayf;l/7x —Jl) {4- [(6, 7 - vV ■>- 4 -4- 
yjJlQ 7x-;H y^y> (3 5) 

7^^>m^T> HJfe^J14 5-e^2-h';7;b^Dyf-;b7x-;U 4- 
tKD + ->7xr.Jb (9 5 9mg) t 4 - y^ f-;b7 $ J t a <J •>*> (4 

8 4mg) (7ml) ^AnSfi"l«PLfc. 1 U^Pel^ 4 - ? u d 

-6, 7->7h*^yj>(8 05mg) ^ 1 IftftHMtBffi L tz Q Rlt 
«&«&£flife0Jl 3 0 <h|I|®0#&T'&3U 8 9 9mg,JR$ 

5 5 

1 H-NMR (CDClg, 500 MHz) : 6 4. 01 (s, 3H), 
4. 0 6 (s, 3H), 6, 6 7 (d, J = 5. 5 Hz, 1 H) , 7. 2 2 (d. 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m, 1 
H) , 7. 45 (s, 1H), 7. 62-7. 68 (m, 2 H) , 7. 8 0- 
7. 8 1 (m, 1H) , 7. 8 7 (d, J =8. 6Hz, 2 H) , 8. 5 8 (d. 
J = 5. 5Hz. 1H) 

WMftttm (FD-MS, m/z) : 4 5 3 (M + ) 

f£Sfe0J14 7 (##0!l) 

miSo^©- h o } * y (1 0ml) * N TplRaOT-V-^ (1. 0 8 1 g) 
t rfc&SO 4 - (n-7*^;i0 O'/'f^D'J K (1. 9 6 7 g) irfflRS© 
^7f;bk' 7 A (III) h'J7^tP^^>XM4-F (6 2 0mg) £fln;U 

6 0^fcT6l$ISIil#Lfco ££&&tt££ffim 2 0<t^©7j^-C-^aU 

8 6 3mg> JR« 2 %T^fc 0 
1 H-NMR (CDC L . 5 0 0MHz) : 5 0. 9 5 (t, J = 7. 3H 
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13 6 

z, 3H), 1. 38 (tq, J =7. 3, 7. 3Hz, 2H), 1. 64 (q 
uint, J = 7. 3Hz, 2H), 2. 69 (t, J = 7. 3Hz, 2H). 
3. 89 (s, 3H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 2 7 (d, 
J =8. 6 Hz, 2H) , 7. 6 9 (d, J = 8. 6 H z , 2 H) , 7. 8 2 

(d, J=9. 2Hz, 2H) 

mmftftm (FD-MS, m/z) :2 6 8 (M + ) 

mmmi 4 8 c#**j) 

H»J1 4 7r^fc4-n-yf;b7x-;l' 4-n + ->7x^ >r h > 
(8 6 3mg) £N, N—>V f-JU*JUA7 ^ K (5 0ml) KjSflPU :M» U 
«7Af-^-y h + i/K (5 6 3mg) £Jfl;i. 7^^>a^T7^HBnllWl^Lfco 

MfS/g&ti&idfew 3 3 tmmojj&'ctim u mmext&m* 1 8 7 m g . jr 

$9 6%m o 

1 H-NMR (CDClg, 500 MHz) : 5 0. 95 (t, J = 7. 3H 
z, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2H), 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz. 
2H) , 6. 35 (s, 1H) , 6. 92 (d, J=8. 5. 2 H) , 7. 28 

(d. J=7. 9Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H), 
7. 77 (d, J=8. 5Hz, 2 H) 

©g##r*I (FD-MS, m/z) :2 5 4 (M + ) 
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mmm a 9 

(4-n-7f;l.7x^) {4- [(6, 1 - ! J* Y*\/-4-*J 

7x-M (4 0) 

•>7x^ y h> (7 2 7mg) i4-^oa-6, 7-^^ h*->+>"J> 
(6 3 9mg) * i?xf 1/ > ^ y 3 - A f A^x - f;l^ (10ml) lw^f|?$ 
i*\ 1 8 0W1 OB*NiMltiffiftLfco £JM£tt*«Sft]«It*- h U *A7kfc& 
£ * n n *)l AT#lj&. * n a A/I£&7R$ftt&-? i/ *J ATl£*i L fc 0 

Omg. JRs£3 2 96-£fcfco 

1 H-NMR (CDC lg , 50 0MHz) :«50. 95 (t. J=7. 
3Hz, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2H), 1. 62 
~1. 68 (m, 2H), 2. 71 (t, J =7. 3Hz, 2H). 4. 04 
(s, 3H), 4. 07 (s, 3H), 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2 H) , 7. 31 (d, J = 7. 9Hz, 2H) 
. 7. 46 (s, 1H). 7. 49 (s, 1 H) , 7. 76 (d, J=7. 9H 
2, 2H) . 7. 9 2 (d, J =8. 5 Hz, 2 H) , 8. 5 8 (d. J = 
5. 5Hz, 1H) 

nm&mm (fd-ms, m/z) :44o (m + -d 
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nfom 150 oMhw) 

miSD D n©-hny ^> (5ml) 4\ TfTfi£o a a©7- V -Jl (54 lmg) £rfr 
SgS0 3-7^DK>y-r;U^n y K (7 9 3mg) £T|5|RS«D*rt >v?$ A 
(III) h>j7^ay^>x^*-h (4 9mg) £fln** 6 OtICTS BR3 

SKM"* * |J*WD7^7 7^ -ic J: 0 MHR! U 3bB©<fc^l!B* 5 8 5m 
OT5 lXTfcfc,, 
StS##rfiI (FAB -MS, m/z) :23 1 (M + +l) 

Htt«15 1 

4-I:Kp4'>7x-;V 3-7;l/to7x-;[/ »h> 
Ute^l 5 0T?ifc3-7;l/^D7x^;i/ 4 -y h*->7 
(5 8 0mg) ^dd^> (5ml) Jcjg#U *#T1. 0M#n>h 
U7*n$ K-^dd^>«« (2 3ml) *fti;U 3 &t)^ L *:<, R 

J&ft&tt&2gK091 2 1 £R|»©;&ft-e*fflU mm(D4t&®Z4 0 2mg, JR 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 91 (d, J = 
8. 5 Hz, 2H) , 7. 4 4-7. 4 9 (m, 3H) , 7. 5 7-7. 6 1 
(m. 1H), 7. 68 (d, J=8. 5Hz, 2H). 10. 51 (brs, 
1H) 

Itm&Vm (FAB-MS, m/z) :217 (M + +l) 
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W&M 15 2 

{4- [(6, 7-v?y h*^-4-*y U;l/) 7x-;l/} (3-7 

MQ7x-^) (17 6) 

7x-;l (3 7 3mg) i4-v>7W; 7 f'J (2 32mg) 

£*^U> (5ml) ^AnSfi4»iS#Lfc 0 3«4-^od-6, 7- 
h + ^+y U > (3 8 6mg) £Ud;U 2 l*$|gMn*«ftL*:o 

«fct)*f«:. »w^ao*^A/|ffl|a:f-;U (5X1) TSM^S»»'> U *y 
A?D7h/77-f -KJ^fiBHU mmofc&yjt 4 8 4m g. JK^7 

X H-NMR (CDClg, 500 MHz) : <5 4. 04 (s. 3H), 

4. 0 7 (s, 3H) . 6. 6 7 (d, J =4. 9 Hz, 1 H) , 7. 2 8 (d, 

J = 7. 9 Hz. 2H) , 7. 3 1-7. 3 3 (m, 1 H) , 7. 46 (s, 
1H) , 7. 4 7 (s, 1H) , 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 

7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz, 2H), 8. 59 (d, 
J = 5. 5Hz, 1H) 

W&ftVrM. (FD-MS, m/z) :4 0 3 (M + ) 

fgti&ffl 1 5 3 

N- (4- [ (6, 7->>V r**'-4— fr-J-VJ-dO 7x-;H 
-N' - (2-^ h^->7x-;b) (1 1 3) 

6, h + >-4- (4-7;;7x; + v') *^7U > (1 0 Omg) 
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£K;Ujl> (10ml) KtoJlM&mLfctk 2-/ h + ->7i^K7y7t- 
h (0. 3 6m I) S-Jn*., 4 0»»L^o ig«l£e*SU g&£?n 
J-fr (1 00/1) x &l.*T?PO*;UA/7-feh> (5/1) 
T'SB§1-<5 •> 'J *7 ffrii 7A^D7K?7^ - M .fc 0 «« U ^®<Dft£#l£ 
1 1 2mg. JR^7 5%T^fco 

1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H). 6. 90 (t. J = 7. 9Hz, 
1H). 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J = 7. 9H 
z, 1H) , 7. 2 3 (d, J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1H), 
7. 55 (d, J = 9. 2Hz, 2H). 7. 57 (s, 1 H) . 8. 15 (d, 
J = 7. 9Hz. 1H), 8. 25 (s, 1 H) , 8. 55 (s, 1 H) . 
9. 44 (s, 1H) 

MbWffi (FD-MS. m/z) :4 4 6 (M + ) 

fSS60U54 

N- {4- [ (6. 7-SM h^->-4-^7 Ut /'J^;U) 7x-;l/} 
— N' - (3-^ ht->7x-^) (1 1 4) 

6, 7-5» r*'>-4- (4-7;;7xy + -» +^VU > (1 0 Omg) 
(10ml) {cftj^)»L^ 3-y h + y7x-MV«>77- 
h (0. 3 6ml) fclniU 40ftfflttoimmLtZo *§&£®:fcgU g&i££* d 
o*;UA/y (10 0/1) ^ ifc^T? a o*;UA/7-fe h> (5/1) 

3 lmg, JR^2 l%T'^fc 0 

X H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 7 4 (s, 3H) , 
3. 98 (s, 3H). 3. 99 (s, 3H) , 6. 56 (d, J=7. 9Hz, 
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1H), 6. 96 (d, 5 = 7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H) , 7. 38 (s, 1H) . 7. 5 3-7. 6 0 (m, 3 H) , 8. 5 5 

(s, 1H), 8. 76 (s, 1H), 8. 81 (s. 1 H) 

Il^ffi (FD-MS, m/z) :44 6 (M + ) 

mmm 155 

N- {4- [ (6, 7->M Hr$/-4-*J-*/'J-=JlO y*->l] 
-N / - (4-y b*i/7*.-Jl) Ql/T (9 9) 

6, 7-^h + i/-4- (4-7;;7x;+i/) +^V»J > (8 lmg) 
ZbJl^> (5ml) Lfctk 4-^ h + ^7i-MV>7t-h 

(0. 2 9ml) fcJOiu 4 0»MJDflft«Lfco #fttJLfc««:*ilRU 
^>Tl5fe# L£S©4k&#l£ 6 0 m g x Jfc¥4 9 %Tl#/Co 

1 H-NMR (CDClg, 500MHz) : 5 3. 79 (s, 3 H) , 
4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 (s, 1 H) , 
6. 64 (s. 1H), 6. 91 (d, J=9. 2Hz, 2 H) . 7. 20 (d, 
J=8. 6Hz, 2H), 7. 2 7 (d, J = 8. 6Hz, 2H). 7. 32 
(s, 1H), 7. 47 (d, J=9. 2Hz. 2H), 7. 55 (s. 1 H) , 
8. 60 (s. 1H) 

®fi#0Ht (FAB-MS. m/z) :447 (M + +l) 

H»Jl 5 6 

N- {4- [ (6. 7-S?> h*->-4-*:^/'J-;l/) t»->] 7 
-N' - (2-7;l/to7x-;i/) frU7 (116) 

6. h*«>-4- (4-7;;7x; + i/) **\/'J> (1 OOmg) 

£h;bx> (lOral) lwjta8ii&J$?Lfc&> 2-7;Wo7x-Hvi/77- 
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h (0. 3 0ml) £fln;U 40Wifjii§%l^ tfrtii LfcflttfcitRU h 

1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 98 (s, 3H), 
3. 99 (s, 3H), 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 

(m, 1H) , 7. 2 3-7. 2 7 (m, 3 H) , 7. 3 9 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3H) , 8. 10-8. 2 0 (m. 1 H) , 8. 5 5 

(s, 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 

©S&tfHI (FD-MS, m/z) :43 4 (M + ) 

HWJ15 7 

N- {4- [ (6, h**/-4-*1-VV-J\') 7x-M 

— N' -n-yf^UT (2 2 0) 

6. 7-2>y h*i/-4- (4-7S;7x; + i/) *^V'J > (lOOmg) 
£h;Ux> (10ml) Kflnil&aSLfcgU n-^fMV>7t-h 
(0. 29ml) &ft|;Lx 40^SD^S«£L^o i§&£©£®U 3SS£ * o n 
*)U*/7*h> (5/1) ^ 'J 5A?o-7h^7 7>f-i: 

£0*l!«!U mm<0<t&®£7 5mg x iRJ£5 6«"T?»fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 0. 9 0 (t, J = 

7. 3Hz, 3H), 1. 28-1. 46 (m, 4H), 3. 09 (q. J = 
6. 7Hz, 2H), 3. 97 (s, 3H), 3. 99 (s, 3 H) , 6. 23 
(brs, 1H) , 7. 1 4 (d. J = 9. 2 Hz, 2 H) , 7. 3 7 (s, 1 

H) . 7. 4 7 (d. J =9. 2 Hz. 2H) , 7. 55 (s, 1 H) , 

8. 53 (s. 1H) , 8. 58 (b r s, 1 H) 
®«#*FHI (FD-MS, m/z) : 39 6 (M + ) 
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H&flJ 15 8 

N — {4 — [ (6, 7->M h*->-4 -*J U;lQ 7 - 

(4 - t e r t -/f^7x^^) ijfrtfttS K (2 13) 
6, 7 -'J/ h + >- 4 - (4-7^7x^J/) +yj > (5 4mg) £ 
TfJfigS© 4 - t e r t - frti&M&Wt ( 1 0 2 m g) £N, N-if* 
A7iK(3ml) l«lfct> (3' -V tf-frT Z J 7 

d t°;lO *M>M I K&lfctt (1 0 6mg) &7jn>U gfl!CT6B#IHHl#Lfc 

1 H-NMR (CDC l g , 90 MHz) : 5 1. 36 (s, 9H), 
4. 05 (s, 3H), 4. 08 (s, 3H). 6. 48 (d, J=5. 3Hz, 
1H), 7. 1-8. 1 (m, 11H). 8. 49 (d, J=5. 3Hz, 1 H) 

MS#tfHt (FD-MS, m/z) :456 (M + ) 

£te0)15 9 

N— {4 — [ (6, 7- 9 J* h**>-4-4-y»JJU) 7x^> -N 

(4 - t -7"f;l7x-;l/) a $ K (15 6) 

gftffll 5 87ff»&tlfcN- {4- [(6, 7-^h + ->-4-*/'JA) 
7x-;H - (4- t -7*f;l/7x-^) *;U*K**5-K (lOOmg) 
*N, N-^W^A7; K (3ml) fc*J*Lfc8U TMfcft:*- HJ -7 A 
(lOmg) £JD;U O'CKTlNfHBBPLfcft^ sviUTJl (3 1mg) £ 

1 H-NMR (CDC lg . 90MHz) :61. 28 (s, 9 H) , 
3. 54 (s, 3H). 4. 04 (s, 3H), 4. 05 (s, 3H), 
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6. 32 (d, J=5. 3Hz, 1 H) , 7. 0-7. 3 (m, 8 H) , 

7. 4 2 (s, 1 H) , 7. 5 0 (s, 1 H) . 8. 4 7 (d, J =5. 3 Hz, 
1H) 

MbHFf* (FD-MS, m/z) :4 7 0 (M + ) 

N— (4-t-W7x^l/) - {4- [ (6, 1-*J* Y*i/-4-*J 
U;U) K (1 5 5) 

4- (6. l-'J* h + ->-4- + >"J;b) *^'>3cHSII (5 4mg) <bffT 
8Ri£04 - t e r t -7^7- U > (1 0 2mg) £N, N-->7fWM 
7; K (3ml) lz®mitz&> 1 -x^;U- 3 - (3' -'Jfi+toTlJ-fv 
t°;U) fc;M?$?>r $ K&lfe& (1 0 6mg) £tlD>U Sffl(cT6«rBBlI»Lfcax 
ldfeW5 1il^«<Z)itftlwJ:oTfll»U *B©fl;£1&£2 9ing* ^3 5% 

1 H-NMR (CDC l g . 90MHz) 34 (s, 9 H) , 

4. 0 3 (s, 3H) , 4. 0 6 (s, 3H) , 6. 5 7 (d, J =5. 3 Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1H) 

li^tfftt (FD-MS, m/z) :45 6 (M + ) 

njfcmei cmw) 

2- (6, 1- : J* b*i/-4-*J UJU) -2- (4 -:/p*7 jl-=JIQ 7 

TfTIR0 4-7'n^7x^;U7-b h-h 'J ^ (4. 3 g) Srh-rt/JO (10ml) 
fc*l?U 0*CCflK*Wfclft> *$fltf-rU7* (1. Og) £Jjn*.5 01C 
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(2. 2 g) 5B#fia«#fk **ftrW»xf-;I/-e»aiLfco &7k«ftS£ 

*M*AT?*a*8U M^iU (2/1) T? 

Jg&Ht £ V/ 'J *7 >f)\,t7 v A ? d -7 h ^5 7 -r - tz «k t) ffi Sg U Sfi^^ 
8 5 Omg> iR^2 2?*"C»fco 
1 H-NMR (CDClg, 9 0MHz) : 6 3. 6 6 (s. 3 H) , 

3. 80 (s, 3H), 5. 40 (s. 1 H) , 6. 74 (s, 1 H) , 6. 9 
~7. 4 (m, 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

Jtt»*rtt (FD-MS. m/z) :38 2 (M + ) , 3 8 4 (M + + 2) 

SUfeflii 6 i-e»&n*:2- (6, 7-?y Hr->-4-*y y ;io -2- 

(4-yo€7 i -;W (8 5 0mg) £6 0%B»fc?§& (5 

*u sm^d^a/^;-^ (loo/i) yaw* 

1 H-NMR (CDClg, 90MHz) :<53. 90 (s, 3H) , 

4. 02 (s, 3H) , 4. 3 1 (s, 2H) , 6. 9-7. 5 (m, 7 H) , 
8. 6 3 (d, J =4. 4Hz. 1 H) 

(FD-MS. m/z) :35 7 (M + ) . 3 5 9 (M + + 2) 
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6, 7-^Ft->-4- (4- h 'J-n-7'f^X^~t7x-;M 1-)V) 

T)U>&wmT, mmmie2r^tifie, 7-^h*->-4 - (4- 

7n*7x^Mf;l/) *y"J > (2 5 Omg) ^fh7tKo77> (4ml) 
Ki§*?L-7 8 ^ Lfc&x 2. 5M0n-^;U'J^«7A^+1f>^ 

(0. 3ml) £j|§TLlB#Raai#Lrt:o ftt^ xhvfc Ko77> (1ml) 
lc^fj|?L/rig{kh'J-n-^;UxX^TL, - 7 8TCT2*IHfflB*Lfco * 
^Kx^;bTmt±iL, &7KBK&7- h D * AT?*E»!fex *j«E***L^ S 
££^*1J->/l8*x?-;u (3/1) -eMga-r-s^'J^y^^A^nT 
7>f -l;:.fc»}»«U »fk^8 5mg, JR^2 2%T^ 0 

1 H-NMR (CDClg, 90MHz) : <!> 0. 7-1. 6 (m, 27H). 
3. 88 (s, 3H) , 4. 02 (s, 3 H) , 4. 34 (s. 2H) , 7. 0 
-7. 5 (m, 7H) , 8. 63 (d. J=4. 6Hz, 1 H) 

mmmi 6 4 

{4- [(6, h4->-4-4; U^) >f;l/3 7x-;l/} (4-t 

tjrjy (162) 

mfe0U6 2T*§t>*l;fc6. 7-v^h*>'-4- (4-MJ-n-"7>;U* 
^-t7i-;Mf^) +/'J> (8 2mg)s rfflR0 4 - t -^f-JlOV^ 
Jl<?oi) K (31mg) fcitfte&Sot:* (h 'J 7*-;U*X7>f » /«7>> 
7A (II) ?n'J K*^oa*;l/A (3ml) K&#U ZJD»ig2!fcTx 1 5B#Rfl 

£^*-7->/#g&X7^l/ (2/1) T®gl!-r*»®?n-7h^74-|c«fci3«l 
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1 H-NMR (CDClg, 90MHz) :<51. 36 (s, 9H), 
3. 91 (s, 3H) . 4. 03 (s, 3 H) . 4. 4 5 (s, 2H) , 7. 0 
-7. 9 (m, 11H), 8. 66 (d. J=4. 4Hz, 1 H) 

m&ftVrm (FAB-MS. m/z) :440 (M + +l) 

f£Sfefl)16 5 

N- (4-7^tD7x-^) -N' - {4- [ (6, 7-S?y h*->-4- 
*7'J;l/) 7^-;L>} f-^-^UT (2 0 3) 

6, 7-^/ h4^>-4- (4-7^7x;^y) U > (lOOmg) 
£NUjl> (10ml) CinitiSJIPLfclk 4-7Wn7x^W V^7 

*- h (52m g ) ztiaz., 2 mmuam&tiiLfco »«*«*u mm*?* 

*9 J -)V (1 0 0/1) -eJl&S-f S^'JrtY^^A^uv 
7>f-j'J:0liiS{L. 3lg©{t&#l£3 2mg. iR^2 1%-e^ 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 9 3 (s. 3 H) . 
3. 9 5 (s, 3H) . 6. 5 0 (d, J =4. 9 Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7~7. 5 0 (m, 3H) 
. 7. 59 (d, J=8. 6Hz, 2H) . 8. 50 (d, J=5. 5Hz, 
1H). 9. 80 (brs, 1 H) . 9. 84 (brs, 1 H) 

Stfi^flrfit (FAB— MS, m/z) :45 0 (M + +l) 

6 6 

1 - (4-7Jl*a7*-Jl>) -2-i/TJ -2- {4- C (6, 1- : J* h 

^■>-4-^;'JjI/) y^-ji} yr-yy (2 0 4) 

0U60J1 6 5T*#btt*:N- (4-7J^D7x-J« -N' - {4- [(6. 
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7-i?J h + '>-4-+y U;U) 7x-A) f^'Jl/T (3 3mg), 

Vi/9w\*i/J\,fifr3H?'( i K (3 1mg) . tei&S© v-f V/a b'Acc^ ;1/ 
75 >^mit^^U> (10ml) izmmtfZo ;ci:THF (lml) K&a? 

L^i/T^-^ k (i 6m g ) ^m^m.^LX—mftWLtz 0 tm&'g&u 

?uu*)\,U/t 9 J -)l (1 0 0/1) T'MffltZ >U AfiW7A?D7 h 
^7>r-fcJ:!)*HHU £g©{fc&#f£3 4mg. iRs*s 9 9 KT?»fc 0 
1 H-NMR (CDClg, 90 MHz) :<54. 03 (s, 3 H) , 
4. 0 5 (s, 3H) . 6. 5 0 (d, J =5. 1 H z, 1 H) , 6. 8~ 

7. 6 (m, 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 
©S#tfHI (FD-MS, m/z) :4 5 7 (M + ) 

H»J16 7 

N- (2-7;l/tQ7x^l/) -N' - {4- [ (6, l-V* h**>-4- 
*y 'J;U) ^-4^->] ?-;j-frU7 (2 0 5) 

6, 7-?* h**>-4- (4-7i;7x; + y) D > (lOOmg) 
(10ml) icftirHMIL^Ifts 2-7^D7x-AWVf7 
*-h (0. 0 5ml) £j&D;i> 2 43fflfflftS%L*:. &&£fS£U 8S$ 
?dd^a/>^;-;I/ (1 00/1) "PlHt4v"J W*7A?nvh 

1 H-NMR (CDC lg , 9 0MHz) : 5 4. 0 3 (s, 3 H) , 
4. 05 (s. 3H) . 6. 53 (d, J = 5. 3Hz. 1 H) . 7. 1~ 

8. 0 (m, 10H), 8. 53 (d, J=5. 1Hz. 1 H) 
mmfttirm (FAB-MS. m/z) :4 5 0 (M + +l) 
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JUfcffll 6 8 

1- (2-7Md7x^) -2--/7;-3- {4- [ (6, 7-v>V h 
^->-4-^;'J^) 7x-ib) ^7->'> (2 0 6) 

6 7T'^btl^N- (2-7WD7x-W -N' - {4- [(6. 
7-^h*f-4-*;'J;l/) 7i-;H *;**b7 (42mg)> 

5?$/*D«MF>i/;l/a./l/jK£M S K (3 7mg) „ J&j&S® V7°d h°;Ui^;U 
7S >&*gfb<f-U> (10ml) KfctfLfco (1ml) fcig*? 

LfcW;K (2 Omg) £ta;Lg£-e-lfe«#L*:o fc«£Wi:U 
^□WA/^;hI/ (1 0 0/1) -eg&rr£->»J#>r;i/27 7A?n^ h 

1 H-NMR (CDC lg , 90MHz) :«54. 04 (s. 3 H) . 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d, J = 5. 3 Hz, 1 H) 

@fi#*fli (FD-MS, m/z) :45 7 (M + ) 

^6£§^J 16 9 

N— (2-* h^'>7x-^) — N' - {4- [ (6. 7-?/ h*->-4- 
*7 »J;l/) 7x-^/} f^frt/7 (2 0 7) 

6. 7-iV h**>-4- (4-7i;7i;*'» »J > (lOOmg) 
£h;l,x> (10ml) KJWll&i&BLfcSU 2-> h+v'7x-;l/ft^ 7 5/7 
*-h (0. 0 5ml) £2J0;i> 2 4^fa»n^»EL^o &«£@:fcU 
^nntwl/A/^;-;b (1 0 0/1) •vm.mt^^ 1 ) tYW^^ta^ h 
y?7 4-lz£t)m&U £B«Xb£<&[£7 8mg^ iR*5 096T^ e 

* H-NMR (CDClg. 90MHz) :63. 86 (s, 3H) , 
4. 04 (s, 3H) , 4. 05 (s. 3H) . 6. 52 (d, J = 5. 3Hz, 
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1H) , 6. 9~8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
Kfi^tfrfi (FAB-MS, m/z) :4 6 2 (M + +l) 

mmmno 

N- (2-^ *J\,7*-Jl) -INT - {4- [ (6, T-'Jjt h*->-4-* 

yjji/) 7x^;i/} **'yi/T (2 0 9) 

6. 7-vM h*'>-4- (4-7iy7x; + -» 4-/'J ^ (8 0mg) £ 
h^i> (10ml) K:flDfc*»LfcflU v->7*- 
b (0. 0 4ml) fcflD^U 2 4^»nlfeiS^L/Co ^ffi^SiU 3£2i£?o 
n*;l,A/y (1 0 0/1) ^m^^D? 

7>r-l;:,kt>**MU 8«©fb£<to*3 lmg. JRsP2 6%T»fc 0 

1 H-NMR (CDClg, 90 MHz) : 8 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) . 6. 50 (d, J=5. 3Hz, 
1H), 7. 1~7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

Si^tlff (FD-MS, m/z) :44 5 (M + ) 

mmi 7 1 

N— Q-^Jl/^-JlQ -N' - {4- [ (6, l-'J* h* ! s-4-* 
J UJlQ *-3T»l/7 (2 11) 

6, 7-5?^ h*->-4- (4-7U7x; + -» *y >J > (8 lmg) £ 
h;bi> (10ml) fcinflMSHLfcfU 3.-^**4 V i/T*- 

h (0. 0 4ml) *JD5U 15^MJD««*Lfco U »**^d 

o*;l/A/j«*y-;U (10 0/1) "OWI!** ♦> 'J iifM? A* n-7 
7 4-lC«fc»)*fSU &®®{fc&$l£6 6mg, lR^5 5%T^fco 

*H-NMR (CDClg. 90MHz) :62. 40 (s, 3 H) , 
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4. 03 (s, 3H), 4. 05 (s. 3H), 6. 52 (d, J=5. 1Hz. 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d. J = 5. 3Hz, 1 H) 
Kfi##HI (FD-MS, m/z) :44 5 (M + ) 

Mtfiffl 17 2 

1 ~ -2--/7;-3- {4- [ (6, 

i/-4-*jV)i) jc**A 7 rr-vy (210) 

7 0Tf»&nfcN- (2->Wx-;I/) -N' - {4- [(6, 
T-P7^i'-4-+y'j;W 7x-;W f-**U7 (2 4mg), 

Vi/tu^*i/)lti)\,7$i}>( ^ K (4 5mg) x teilO^V^DhW^ 
7;>^Wfl/> (7ml) ^mmttz 0 ::i:THF (1ml) lc?gji?L 
izi/T± X K (2 8 m g) mffil?-»Lfco *Mt£f&*U 
onUA/y^;-^ (10 0/1) TJg^-r^v'j^yVU^^A^nv h^* 

1 H-NMR (CDClg, 500 MHz) : 6 2. 3 6 (s, 3 H) , 
4. 0 3 (s, 3H) . 4. 0 4 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 
1H) , 7. 30-7. 45 (m, 9H) , 7. 50 (s, 1 H) , 8. 49 
(d, J = 4. 9Hz, 1H) 

n&ftmm (fd-ms, m/z) =453 (m + ) 
173 

1- (3-yf;i/7x^) - 2-->yy - 3 - {4- [ (6, 7- : J* 
S/-4-4-/ U;lQ 7x-;l/| jfT- s Jy (2 12) 

fgffittl 7 lT»S>nfcN- (3->f;l/7x-;i/) — N' - {4- [(6. 
7-S?y h + '>-4- + y >^U) 7x-;H f-**U7 (1 8mg) % 
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V t s9n'\*i/jUj)],tfV'( i K (3 5mg) > 84J£fi© f J4 Vfu t'Jl^i-jl 
7i>*mU1-U> (6ml) fci&JSLfco CCJCTHF (1ml) izfflLL 
tz ; s7+i K (2 3mg) *Jn;UKRT?-lftiI# L fc 0 J£i**S£U 
dd*W^;-* (1 0 0/1) -eJRM^S^'J^y^^^A^ P7hj^ 
5 7-f-icJ:i}«W!U m&Oit&toZl 9mg. JR*9 5 96"?»fc 0 

1 H-NMR (CDC lg . 500 MHz) : <5 2. 38 (s, 3H), 
4. 03 (s. 3H). 4. 04 (s. 3 H) , 6. 48 (d, J=5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9 H) , 7. 5 1 (s. 1 H) , 8. 4 8 
(d. J = 5. 5Hz, 1H) 

(FD-MS, m/z) :4 5 3 (M + ) 

mmm 174 

(1. 3g) £ rfJBRS© 4 - (b 'J 7A*oy ^>'/-f;u >dp^ 
V-OI/?a'J K (6 7 4mg) ^oo*AA (5ml) tc*»U TfflRS©*? 
X (hij7x-M77-( » (I I) ?DiJ K (8mg) *rA*U 

(2. Og) ^fh7tFD77> (4ml) lwiSJ*?£i*\ * (5m 1) <h 6 N 
(15ml) *tox.XBmWmiiZo &S5m£to**.b9aa*j\, 
AT#Ij L„ * n a * )l AJI v •> «7 A TftiMSU «ff T&HS£ L X 
fcfcME&'v*-* >/»Kxf-^TH8|-r 5 f 'J ii? foil 5 J* 9 wrY???* 

-iccktmsiu mm<Dit&y}*:2. unto 

MtfWHt (FD-MS. m/z) :2 8 2 (M + ) 
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HWJ17 5 

( 4 - h 'J "7 JU:fr o y h 4- •> ~7 x -=.;!/) {4- [(6, 7-^^F4->-4- 
*J U ;tQ 7x-i} /^y y (2 8 4) 

H»J1 1 7T^4-t Kn + ->7i-^ 3- h'J7;l/^D^4i/7x^ 
^ ^h> (581mg) tmBSD a D©4-yy^^7^ t°U v> (2 7 7mg) 

(20mi) ^a*u TJUzf>%mTmfetpm&Ltz 0 imm&4- 

?na-6, (4 6 0mg) £fltl;U 2 4 Bm&Dl^fE 

o o * r * ^ a -pia* l fco wsytmm^m nfcK 

^nvh^^-Kck Jg^^DD*;l/A/HPKxf-;l/ (5/1) T 

4 7 0mg x JR^4 9%-ei#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H) , 6. 66 (d, J = 4. 5Hz, 1 H) , 7. 28 (d. 
J = 8. 5Hz, 2H). 7. 35 (d, J=8. 7Hz. 2H), 7. 46 
(s, 1H), 7. 47 (s, 1H), 7. 89 (d, J = 8. 5Hz, 2H), 
7. 92 (d, J = 9. 2Hz, 2H), 8. 59 (d. J=4. 5Hz, 1 H) 

®g#*HI (FD-MS, m/z) :46 9 (M + ) 

4-^ h^->7x^ 4-3- H'7x-;U frh>(#%flj) 
mKo a D©- hoy*> (10ml) rfj|RD D D©T- V-^ ( 1 . 0 8 g) t 
mBSn D n©4 -3- FO'/^W o U K (2. 6 7 g) tWm&OJ y T-d/tT* 
A (I I I) h 'J7;ltny Y (6 2 0mg) *Jp^ N 6 0^^ 
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^7 2 2mg, JR*2 196T»fc 0 

(FD-MS, m/z) :3 3 8 (M + ) 

mmmm 

4-b Kn*'>7^~Jb 4-a-K7x-;U » h > 
UteWl 1 9Ti#rt:4 h + ->7x-Jl 4-3-K7*-JU 
(722m g) ^^on^> (2 0ml) £jg*PU *#T1. 0M#n> 
h 'J7"d; K-5>*nn (9ml) £flD;L N SSWLfco 

{b&$j£ 380mgxiR^55 %T'*trtio 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 6. 8 9 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) . 7. 65 (d, 
J = 8. 6Hz, 2H) , 7. 92 (d, J = 8. 5Hz, 2 H) . 10. 47 
(s. 1H) 

StS##Tfil (FAB— MS, m/z) :3 2 5 (M + +l) 
H»J 1 7 8 

{4- [(6, h*->-4-*y UdO ***>3 7*-=-^) (4-3 

- K7^_;l) y > (2 8 5) 
7;Hf>m^T. fUfePJl 2 0"e*§rt:4-fc Ko*i/7xz;|/ 4-3 - K7 
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iX;U y h> (3 8 Omg) t 4 - -J* *)IT i J t'U >"> (1 5 8mg) £ 
+ ^L/> (1 1ml) ^AtllSWLfco 2B$EI&4-*no-6. 7- 

h+'>+y y > (2 6 2mg) ztax.* Mim&m.ltz 0 KitM&b&m 

?77>f-KJ;f?f|§ggu B:^DD*AA/ftixfA (5/1) 
^®>U^y f ;l/^n-7h^7^-(r«fcf9mKL> SJBO<b^!«4 5 9mg. 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :d4. 03 (s, 3 H) , 

4. 0 7 (s. 3H) , 6. 6 6 (d, J =4. 9 Hz, 1 H) , 7. 2 7 (d, 

J = 7. 6Hz, 2H), 7. 46 (s. 1 H) , 7. 47 (s, 1 H) , 

7. 54 (d, J=8. 6Hz, 2H), 7. 88 (d, J = 7. 9Hz. 2H) 
. 7. 90 (d, J=8. 6Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

©»##Hit (FD-MS. m/z) :511 (M + ) 

mm^aO- b d y * > (1 0ml) <k TtHRfi&OT-V-A' (1. 0 8 g) i: 
tfim§'o<D4--7a*:K>V'<)l?uV K (2. 2 0 g) £ rffJRS© >f y r-JUfcT* 
A (I I I) h ij 9y7>)l**- b (6 2 Omg) £fln;U 6 OVlz 
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6 5 g. iR^5 7%-cmtz 0 
1 H-NMR (CDC 1 g, 5 0 0MHz) : <5 3. 8 9 (s, 3 H) , 6. 
97 (d, J=8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2H). 

7. 62 (d, J = l. 8Hz, 2H) , 7. 80 (d, J = 9. 2Hz, 2H) 
M#0Ni (FD-MS, m/z) : 29 0 (M + ) ,2 9 2 (M + +2) 

fUteWl 2 2-e»fc4 -y h + ->7x-;u 4-yo*7x-;i yh> 

(1. 6 5g)^y?nny^> (2 0ml) i:^U MTl. OM#n> 
h'J^n; F-v^^on^ (2 3ml) &ijn*.N ^"WtftL/Co lift 

e>it&®% 1 . 3 4 JK^ 8 5 %T#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 66. 90 (d, J = 

8. 5Hz, 2H), 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J = 8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz. 2 H) . 10. 46 
(b r s, 1H) 

ffftfttffil (FD-MS, m/z) : 2 7 6 (M + ) , 2 7 8 (M + + 2) 

mmm 1 8 1 

{4- [(6, 7-^h4->-4-^ l J^) t^y] 7x-^ (4-7 
u*~7 J > (2 8 6) 

7)lzf>%mT. HSfe^Jl 2 3T#fc4-t Kp + ^7x-;W 4-7*d*7 
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*h>(l. 1 8 2 g) £4-^/- f-^T^ y t°'J $>> (5 7 3mg) 
£**>t/> (3 7ml) ^Anii'TOLfc. 3 0^4-^dd-6, 7 
-^y h*->*y >J> (9 5 4mg) fcfln*., lttiML^o RJ£SR£fc£ 

/ftItxf-;i,-?8Hft-s i/'J*WD7h^77^ -in J; OfftgSU EK? u 
o*;UA/M«x*A, (5/1) TJUM-fSWi^'J^y^^nvh^^-f- 
»cJ:t)««!U 1. 5 74gs JRsp7 996l?»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 5 (s, 3H) , 
4. 0 6 (s, 3H) . 6. 6 6 (d, J =4. 9 Hz, 1H), 7. 2 7 (d, 
J = 8. 6Hz. 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 65 (d, J = 7. 9Hz, 2 H) , 7. 70 (d. J=8. 5Hz. 2H) 
. 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

M£Urtt (FD-MS. m/z) :463 (M + ) . 465 (M + +2) 

U-[(6, 7-^ht'>-4-»;'J^) t4'>] 7x^} [4- 
(N-y^;l/b'^7^y) 7x-;b] (2 8 7) 

T;nr>£tfrF> SHfc«12 3T»»fc4-fcKo*'>7 J Li^ 4-yo€7 
ih> (232mg) *h;Ux> (5ml) «£^Aftx MfcmBSSON 
->f;l/bX7^> (6 lmgK *M»7A t - + (67mg), 
t"X (h'j7x-;l/*X7-f » '*5*JQJ* (I I) ?D'JK (7mg) fcfln*. 
fctlU 1 0 0^*1 7«rHfflH*Lfco RiCa^«*l!llD*fb^ h ^ATk&fci 
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ET»»9*fc»£nfcBai*s ^dd*w^;-* (lo/i) -cmm 

JR*2 2 96t?#fco 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 2. 37 (s. 3H), 
2. 58 (t, J=5. 5Hz, 4H). 3. 41 (t, J = 5. 5Hz, 4 H) 
, 4. 04 (s, 3H), 4. 06 (s, 3 H) , 6. 63 (d. J=4. 9H 
z, 1H), 6. 92 (d, J-9. 2Hz, 2H), 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) . 7. 51 (s, 1 H) . 7. 81 

(d, J=8. 5Hz, 2H), 7. 87 (d. J=8. 6Hz, 2 H) , 
8. 5 6 (d, J =4. 9H z, 1 H) 

«fi##HI (FD-MS, m/z) :4 8 3 (M + ) 

mmm 1 8 3 

{4- C (6. 7-v?y [4-^e 
)l*VJy*-)l,] (2 8 8) 

7;Hf>SBirK S9t« 1 2 3T»fc 4 - 1 Kd + ->7 xi;l/ 4-t'd^7 
(2 3 2mg) £WUi> (5ml) *^Atlx MfcffiKiS©^ 
;1>*>J> (5 2mg) ^ *M«7A t-7h + *>K (6 7mg) „ tf* (MJ 

(I 1) ?o'J K (7mg) £flDx.rt:& N 
1 0 0 W 1 ffl$tft L /To ££il&$l£fSfn*gtt HJ «7 ATk&ifc i^DD^ 

*&»&ftfcgUt*> ?au*;UA/#g?i*;b (5/1) T*Wmt&WM ! s» 
*WD-7h^57^ -Kli&ffWHU 5B®fl:£tt£3 2mg N JR«1 4% 

1 H-NMR (CDC1 0 , 500 MHz) : <? 3. 34 (t. J =4. 9H 
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2, 4H) , 3. 8 8 (t, J =4. 9 Hz, 4 H) , 4. 0 4 (s, 3H) , 

4. 07 (s, 3H), 6. 64 (d, J=5. 5Hz, 1 H) , 6. 92 (d, 

J=9. 2Hz, 2H), 7. 26 (d, J = 7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2 H) , 

8. 56 (d, J = 5. 5Hz, 1 H) , 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

JMBMJMt (FD-MS. m/z) :4 7 0 (M + ) 

mmmi 8 4 

(4- [(6. 7-^F^->-4-^ l J^)^^] 7x-;^} [4-b° 

o'j^;7x^] (2 8 9) 

TJll>%,MT. Hffifffl 2 3-e^4-t Ko + v/7x-;U 4-^7 
x^;b (2 3 2mg) (5ml) ^Atls ^{CrfJlSnn© h° 

oU^> (4 3mg) x ^-hU^A t-7h*>K (6 7mg) > t'X (M 
7x-^X7^ » /^^^A (I I) ?o'J K (7m g) &tiaz-t:'&* 1 0 

o °c * i Bfeit^ l fz 0 BuemGta&mmiki- m * ^D*^t 
i#t>n^s^ ^DD*ji/A/»ixf;i/ (5/D T*M**Wi->y*y 

^n7h/77^ -»c«fc$ft£!U mS<D<k^j^4 5mg, JR$2 0%Ti# 

1 H-NMR (CDClg, 500 MHz) : 6 2. 0 5~2. 08 (m, 4 
H) , 3. 3 8-3. 4 1 (m, 4H) . 4. 0 4 (s, 3 H) , 4. 0 6 (s, 
3H) , 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d. J=4. 9H 
z, 1H). 7. 24 (d. J=8. 6Hz, 2H). 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J = 9. 2Hz, 2H). 7. 84 (d, 



WO 97/17329 



16 0 



PCT/JP96/03229 



J = 8. 5Hz, 2H) , 8. 55 (d, J=4. 9Hz, 1 H) 
M*##rfiS (FD-MS, m/z) :4 5 4 (M + ) 

mmmi 8 5 

{4- [(6, 7-vV -^y'J>>U) y^-M [4-fc: 

^'J^;7x-;l>] (2 9 0) 

7;l/rf>^fcffK ^#J1 2 3Titfc4-t Ko*->:7x.=jI/ 4-7n*-7 
x-;U ^rh> (2 3 2mg) £h;l>x> (5ml) *^A*U MKrffHSS© £ 
^'Ji?> (5 1mg) . ^M?A t-7h*v/K (6 7mg) N t'X ( h >; 
7i-MX7-( » /°7> ? ^A (I I) ^n'J K (7mg) £flD;irt:8U 
1 0 0 "Ctfi 1 Bfelf # l fc 0 SCT&^fiftfoifrffc^ h 'J £ ATk^i ?DD^ 

±&ff£*ifcKffi^ *no*;UA/#&i^U (5/1) TJggfh)-*i$lf ->V 
rt^l/^avh^T^ -lc«fc?)*tSgU M©fl:&425&7 Smg^ JK^32% 

1 H-NMR (CDC 1 3 , 5 00MHz) : 8 1. 68 (brs, 6 H) . 
3. 38-3. 39 (m, 4H), 4. 04 (s. 3H), 4. 06 (s, 3 H) 
. 6. 63 (d. J=4. 9Hz, 1 H) . 6. 89 (d, J = 8. 6Hz, 
2H) , 7. 2 5 (d, J =8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H), 7. 80 (d, J=9. 2Hz, 2H) , 7. 86 (d, 
J=8. 6Hz, 2H), 8. 56 (d. J=4. 9Hz, 1 H) 

iiMi(FD-MS, m/z) :4 68 (M + ) 
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mmm i 8 6 

N- h*->-4-t:7^-;U) -N' - {4- [ (6. 7 - i? * 

is-A-*J VP ** ; A 7*-M OUT (2 2 2) 

6. 7-V* h*>-4- (4-7;;7x; + -» */U> C52mg) £ 
h;l^i> (5ml) ICiiSU FiJxW;> (1ml) h U 7 

(5 2mg) fcjto;^ 2^IH2lPilWI»[Lfco S^*lw2-y h + ->-4 
-t*7x-;l/7;> (1 0 3mg) £flD;U 1 3 L *:«, RJ£fflK=lfc 

h »J * IHRx^^T 2 (MtiJ L i&WUVkWM&L 

D*AA/7th> (10/1) T?JR5flt'S*>U*^*5A^n^h^5 7-f 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 6 7 (s, 3H), 
4. 00 (s, 3H) , 4. 04 (s, 3 H) , 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J = 8. 5Hz, 1 H) , 7. 10 (d. J=8. 6H 
z, 2H) , 7. 2 1-7. 3 7 (m, 4 H) , 7. 4 3 (s, 1 H) , 
7. 53-7. 5 9 (m. 5 H) , 7. 7 9 (s, 1 H) , 8. 4 1 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz. 1 H) , 8. 53 (d, J=2. 4Hz, 
1H) 

MBMrtt (FD-MS, m/z) :52 1 (M + ) 

mmm 1 8 7 

N- (2. e-^y^Pb'^x-;!/) -N' - {4- [(6, 7->Vh 
*i/-4-*S *)JU) 7*-M OUT (2 2 3) 

6, 7-V/ h*->-4- (4-7;;7x; + -» *y l> > (5 4mg) £ 
h;U^> (5ml) (CfiAU b*)3.*frTZ> (1ml) &flD;Lfc& N h »J 7 
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*XY> (5 3mg) Ztiaz., 8ftm$&Mltz 0 Kfomz2, 6-^77" 
at°;U7-'J> (0. 0 5ml) £fln*.N 1 5 ^HftUftaBK L /i 0 RJ6ttJwft|| 

*;l/A/7*h> (10/1) fgHtS •> 'J 7A^D7h^7 7-f- 

K^fliSJU *HO{fc^«j|*6 9mg. JR$7 6%Tfifco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 6 (m, 1 2 H) , 
3. 39 (m, 2H). 4. 03 (s, 3H), 4. 04 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (b r s, 1 H) . 6. 42 (d. J = 
5. 5 Hz, 1H) , 7. 0 8 (d, J = 8. 5H z, 2 H) , 7. 2 6 (m, 
1H), 7. 29-7. 40 (m, 5H). 7. 53 (s, 1H), 8. 46 
(d. J=4. 9Hz. 1H) 
M#*ftt(FD-MS. m/z) :4 9 9 (M + ) 

N- (2-^DP-4--hQ7x-^) -N" - {4- [ (6, 1-*J* h 
*>-4-*7 Dd/) Z7x.-M frl/7 (2 2 4) 

6, 7-5>y h**>-4- (4-7 i 7 7xy + >) 'J > (1 0 4m g) 
^h;bi> (10ml) CfttifttfdffLfcSU 2-?od-4--^7x-M 
7 5/7*-h (150mg) £fcj;U 1 0 #RMRiK«E L fc B 4FftH LT£fc$nlia 
fcflDRU h;Ux>T-^-rSC<h{i«l:«9aSO<b^»l 7 2mg, JR$ 
1 0 OKTfcfco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) . 6. 46 (d, J = 5. 5Hz. 1 H) , 7. 24 (d, 
J-9. 2Hz. 2H), 7. 38 (s, 1 H) , 7. 51 (s, 1 H) . 7. 
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62 (d, J = 8. 6Hz, 2H), 8. 23 (m, 1 H) . 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m, 1 H) . 
8. 8 4 (b r s, 1 H) , 9. 85 (brs, 1 H) 
Si»#ri(FD-MS, m/z) : 4 9 4 (M + ) , 4 9 6 (M + +2) 

$mmi 8 9 

N— (3-?nn-2-y Hr-> 7 x ■=.;!,) -N' - {4- [ (6, 7- ! JJ 
Y*l/-4-*J VAd **r ; A 7 *7U7 (2 2 5) 

6, 7 -'J/ b*i/-4- (4-7;;7xy+-» ^yj> (5 8mg) £ 

h;i/i> C5m i) izMmmmttzWi. 3-?nn-2-y i>+y7x^wv 

•>7*-h (0. lml)£Jn*.x 2 2».M Lfco Si^^ n otwbA 
/7H?N> (1 0/1) T~mmirZ> ; s*)ii¥)l-h : 7l*?u-?Yy7-7 4-\z.&*) 
«8!U mm<D{t^m^7 5mg. iR^8 09ra#fc o 

■""H-NMR (CDClg, 500 MHz) : <5 3. 73 (s, 3H), 
4. 02 (s, 3H). 4. 05 (s, 3H) . 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2 H) , 7. 15 (d. J=8. 5Hz. 
2H) , 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H). 7. 81 (s, 1 H) , 8. 1 6~8. 19 (m. 2 H) 
. 8. 5 0 (d, J = 5. 5Hz, 1 H) 
©gftflffiS (FD-MS, m/z) :4 79 (M + ), 48 1 (M + + 2) 

ntfewi 9 o 

N- (2-^DD-6-^;l/7x-Jl/) — N" - {4- [ (6, 7-Z?/ h 
Iris- 4-*; ij ^j/] 7^-)l} ul>T (2 2 6) 
6, 7-iM 4- (4-7i;7x;+-» +>"J> (5 2mg) £ 



WO 97/17329 PCT/JP96/03229 

1 6 4 



(5ml) fcflDlM&IHLfcaU 2-?DD-6-yf;l/7x-;Kv-> 
7*-h (0. 1ml) £Jn*.> 1 7#MtofKl®ftLfco fftti L T § 
KU h^i>T^-tSCi(w«i;*9^jSiDib^^6 1 mg N iR*7 496T?i 

1 H-NMR (DMSO-dg, 5 0 0MHz) :62. 2 8 (s, 3 H) , 
3. 94 (s, 3H), 3. 94 (s. 3 H) , 6. 43 (d. J=4. 9Hz, 
1H) , 7. 1 8 (d, J =9. 2 Hz, 2H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2 Hz, 2H) , 7. 9 8 (s, 1 H) , 8. 4 5 (d, J = 5. 5 Hz, 1 H) 
, 9. 03 (s, 1H) 

W&ftlftm (FD-MS, m/z) :4 6 3 (M + ) . 46 5 (M + +2) 



mmmi 9 1 

N- (3-^pp-6-^ hti/7x-;l/) -N' - {4- [ (6, 7-i?/ 
F4->-4-t;'J^) 7x-;U} (2 2 7) 

6, 7 ->M h + >-4- (4-7;;7x;+-» *y»J > (52mg) £ 
(5ml) lc*a&iift?Lrt:SU 3-^dd-6-> h + v/7x-MV 
Y (1 1 lmg) £jDn;U 2 9 #R8Jjn&3iSt L tz 0 gS^^DO*;bA 
/7Hrh> (10/1) T?Jg^<5>"J^y;l/*7A^o^ Y V?? 4 -K&K) 
ffSiU *«©ft^tt*8 4mg, W10 0%T'&Aio 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 5 3. 6 0 (s, 3 H) , 
3. 99 (s, 3H) , 4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d. J = 8. 5Hz, 1 H) , 6. 9 0 (m, 1H), 
7. 11 (d, J =9. 2 Hz, 2H) , 7. 4 2 (s. 1 H) , 7. 5 3 (d, 
J = 8. 5Hz, 2H), 7. 5 8 (s, 1H), 7. 82 (s, 1H), 
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8. 32 (m, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 
1H) 

K*#tfHI (FD-MS, m/z) : 4 7 9 (M + ) .481 (M + + 2) 

mmmi 9 2 

N- (4-^oa-3--hQ7x-A) -N' - {4- [ (6, 7-S?y h 
ij ;l< ) 3-4. $/] 7x -;b) U7 (2 2 8) 

6, 7-^h*->-4 - (4-7S J 7z; + y) (5 2mg) £ 

h;Ux> (5ml) IctJDlft^Lfc^ 4-^DD-3--ho7x-;WVy 
7*-K (2 2 4mg) 8 #IHHn*MtaiE L fc e tfmLT*fcttS£iM* 

U h;!/i>^**5;:£l;:«fcDM©fl:&*!l£l 2 5mg, JR*7 5%T*m 

1 H-NMR (DMSO-dg, 5 0 OMH z) : 6 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 21 (d, 
J=8. 5Hz. 2H) , 7. 38 (s, 1 H) , 7. 51 (s, 1 H) . 
7. 60 (d, J=8. 5Hz. 2H) , 7. 65 (s, 1 H) , 7. 67 (s, 
1H) , 8. 3 1 (s, 1H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 
9. 01 (s, 1H), 9. 2 7 (s, 1H) 

(FD-MS. m/z) :46 3 (M + ) . 4 6 5 (M + + 2) 

mmmi 9 3 

N- (2. 4-^pd7x^) -N' - {4- [ (6. 7 -'J/ h*i/~ 
4-*;*))l) 7x_M ??vt (2 2 9) 

6. 7-i?y h*->-4- (4-7;y7x; + '»+y , J> (5 3mg) £ 
h;Ux> (5m 1) lwflD*ft*l?Lfcffc % 2, 4-y^DD7x-Hv-/7^- 
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h (1 1 5mg) Ztiaz., 2 0#MJnJIWl«ELfco tfrHiLTSfclSi&£aMKU 
h >T*imt 5 ZtlzX.*) mm<D4k&®}£ 7 4 m g . 8 5 96"eff teo 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1H), 7. 22 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) . 7. 40 (m. 1 H) , 7. 
51 (s, 1H), 7. 59 (d, J = 9. 2Hz. 2H), 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J = 5. 5Hz, 1H). 9. 56 (s. 1 H) 

©fi^MJHfi (FD-MS, m/z) :4 8 3 (M + ) 

$tt0U 9 4 

N- (2, 6-'^pp7x^) -N' - {4- [ (6, 
4-*/lW *4-->] 7x-iH frU7 (2 3 0) 

6. 7-S^ h + ->-4- (4-7S y 7i; + -» +/'J> (5 2mg) * 
h;Ui> (5ml) CtnffmiL^ 2, 6-^no7x-Wvm- 

h (i2 5m g ) ^jud^x 1 2&mmimmitzo mihir^tzm^mMu 
h zz.t\z£io mm<o<t&to* 8 1 m g . ir^ 9 6 %-entz 0 

1 H-NMR (DMSO-dg, 50 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 94 (s. 3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (dd, J=7. 9, 7. 9Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz. 
1H) , 9. 0 9 (s, 1H) 

MbMfftt (FD-MS. m/z) :4 8 3 (M + ) 
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N- {4- [(6, 7-^h^>-4-^U) ir* ; A 7x-;H - 
N / - [1- (1-^75^10 xf-;U] ->U7 (2 3 1) 

6, l- ! Jt h*->-4- (4-7^7x^y) »;> (54mg) £ 
(5ml) KlI]*ft*t¥Lfc8U 1- (l- + 7*)l) xWv->7^ 
- h (0. 0 5ml) £Jd;U 1 0 oaHMMWIELfco nvfrjlA/ 
T*b> (10/1) 7f«8a-^«'>U*^l/*5A^nv 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 1 . 55 (d. J = 

6. 7Hz, 3H), 3. 93 (s. 3H), 3. 94 (s, 3 H) , 4. 62 
(m. 1H), 6. 39 (d, J=4. 9Hz, 1H), 6. 79 (s, 1 H) , 

7. 11 (d, J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) . 7. 8 3 (m, 1H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H), 8. 4 2 (d, J =5. 5 Hz, 1 H) , 8. 5 2 (s, 1 H) 

(FD-MS. m/z) :49 3 (M + ) 

§£»J19 6 

N- (2-n-7>;l/7x->>U) -N' - {4- [ (6. 7-^y h*i/-4 
-*yj;U) 7x-^) 7U7 (2 3 2) 

6, h*->-4- (4-7;;7x; + >» *yj> (1 1 9mg) 

£WIol> (l 2ml) IC&SgU h Ux^;UT ^ > (2. 4m 1 ) S-flo*.*:^ 
hl>7**y> (133mg) *Jd^. % 2^BBaDHMI«ELfc« Kfc%UZ2-n- 
7"f;b7x-;l/7i> (0. 1 3ml) £fln;U 1 0 ^BBJlDJIMi* L fc e RlBtt 
KftSI*** h'J-7 A#*tt*jD*U * n n *)l AT 2 ©ffttfj L tL'&&Wm£& 
ft***"*?** U h U -7 A-el£^L^o J*ffiTJftK*»fcU Silt 
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£?on*>»l/A/74r h> (4/1) T'JS^^-S "J # 7A?D7h?'7 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 5 0. 92 (t, J = 
7. 5Hz, 3H), 1. 3 2-1. 4 0 (m. 2 H) , 1. 5 0-1. 57 
(m, 2H) , 2. 5 9 (t, J =8. 9 Hz, 2 H) . 3. 9 3 (s. 3 H) , 
3. 94 (s. 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 6. 98- 

7. 0 2 (m, 1H). 7. 12-7. 17 (m, 2H), 7. 19 (d, J = 

8. 9Hz, 2H), 7. 51 (s. 1 H) , 7. 58 (s, 1 H) , 7. 59 
(d. J = 8. 5Hz, 2H) , 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1H), 9. 11 (s, 1 H) 

RS##HI (FD-MS, m/z) :47 1 (M + ) 

HWJ1 9 7 

N- (3-xh^->i»l/^b7x^) -N / - {4- [(6, 
ti/-4-4;'J^) 7*-M ?U7 (2 3 3) 

6. 7 -'J/ h*f-4- (4-7 S y 7xy +» 4-y 'J > (1 3 lmg) 
«rh^i> (10ml) irfln&igftPU Mx*-^7*> (2ml) £flnx.fc& % 
HJ7*XY> (2 13mg) £ibn;U 2^P^l!in^Sil£L7^o RJSttfc3-T5 
/^JUSilJc-f'^J-Xr^ (0. 1ml) ttaz.* IftmtoBMlfco Kfcfo 

?an*;UA/7-feh> (10/1) tfg^t* -> U ii^iVft^ A* h 7*5 
-Ici&flHKU %MQ>il&6n*2 1 4mg N JR¥1 0 096T?»fc o 
1 H-NMR (CDC1 3 , 500 MHz) : 6 1. 36 (t. J=7. 3H 
z. 3H) , 4. 02 (s, 3H) , 4. 0 5 (s, 3 H) , 4. 3 6 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d, J=5. 5Hz, 1H) , 7. 13 (d, 
J=9. 2Hz, 2H), 7. 38-7. 45 (m, 4H). 7. 48 (d. J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J = 7. 9Hz, 1H), 7. 90 (s, 1 H) , 
8. 4 8 (d, J =4. 9Hz, 1 H) 
SM£*ftt (FD-MS, m/z) :4 8 7 (M + ) 

H«J 19 8 

N- (2, 3--^dd7x^I/) — N' - {4- [ (6, 7-?y h*->- 
4-^yj;b) 7x-;b) fr^7 (2 3 4) 

6. 7-v^y h*i/-4- (4-7;;7 i y + -» +;'J> (52m g) £ 
h^x> (5ml) IcJnm^L^x 2, 3-^?on7x-Mvm- 
h (0. 0 5ml) fbia^ 2 0#fflJnllH»fELfco dd^M/ 
7-feh> (10/1) T'mffltZi/ViJfA'iJy^tw? bfyH -t-«k!9fl 
88 U gtS©{fc£$l£8 4mg. JR^l 0 0%-el#fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 0 (s, 3H) , 
4. 05 (s, 3H). 6. 45 (d. J=5. 5Hz, 1H), 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H) . 7. 5 7 (s, 1H) , 7. 9 1 (s, 1 H) , 8. 2 2 (d, J = 

8. 5Hz, 1H). 8. 48 (d, J=5. 5Hz, 1H), 9. 12 (s, 
1H) 

SCS##f4I (FD-MS, m/z) :48 3 (M + ) 
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$mmi 9 9 

N- (2, 4-^nn7x-;b) -N / - {4- [ (6, 1 - V * h*i/- 
A-*J 'J;U) -7^-)l) »U7 (2 3 5) 

6, l- : Jt r*->-4- (4-7;;7x; + y) +;<J> (58mg) £ 
hJbi> (5ml) fcfln*W8*PLfc8U 2, 4-y^DD7x-Mv>>7*- 
h (9 3mg) *JD>U 2 0#Min*a*Lfco Da*;l,A/7-tr 
h> (10/1) T-S&llf ^'JtWU^A^dv -Kit) SMS! U 

^S©ft&$i£6 9mg, iR^7 3%-d#fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 04 (s, 3H), 
4. 0 6 (s, 3H) , 6. 4 7 (d, J =4. 9H z. 1 H) , 6. 9 8 (d 
d, J = 2. 4, 8. 5Hz, 1H) , 7. 19 (d, J=8. 5Hz, 2 H) . 
7. 25 (s. 1H) , 7. 2 9 (s, 1 H) , 7. 3 9 (s, 1 H) , 
7. 43 (s. 1H), 7. 52 (d, J=8. 5Hz, 2 H) , 7. 56 (s, 
1H) , 8. 40 (d, J=2. 4Hz, 1 H) , 8. 5 0 (d, J=4. 9H 
z, 1H) 

MbMJHt (FD-MS, m/z) :48 3 (M + ) 
H»J2 0 0 

N- (3, 4-^QP7z^) -N / - {4- [ (6, 7 -'J/ 

7x-M -7 1/7 (2 3 6) 

6, 7-^h + i/-4 - (4-7;;7x;+-» +y»J > (5 lmg) £ 
h;bx> (5ml) IzmMtmLtifc 3, 4-y?ao7x^Kvm- 
h (10 2mg) Ztiaz.. 8^PaftlJft««Lfco tfiiiLTfcfcteSfciiJfcU h 
;Ux>Tft#t-£C£»c£»)&g©ft&^£7 lmg> JR¥8 4KT?#fco 

1 H-NMR (DMSO-d c , 500MHz) .6 3. 94 (s, 3 H) , 
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3. 95 (s, 3H). 6. 44 (d, J=4. 9Hz, 1H), 7. 1 4~ 
7. 2 4 (m, 2H) , 7. 3 4 (m. 1 H) , 7. 3 8 (s, 1 H) , 
7. 50-7. 52 (m. 2 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 92 (s, 
1H) , 9. 0 0 (s, 1H) 
®»##Hi (FD-MS, m/z) :48 3 (M + ) 

W2 0 1 

N — (3, 5-y^QP7x-Jl/) -N' - {4- [ (6, h*->- 
4-*/'J;lQ :fr*S/3 frt/7 (2 3 7) 

6, 7-v^ h + *>-4- (4-7;y7x; + -» U > (5 3mg) £ 
b^x> (5ml) iztiatmffiltz^ 3, 5-y?DD7xiMy->7*- 
h (76mg) trta^ 8#MflQJlfcaKt£L;fco Ifftb L T § fcttffi&ttR U hJb 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 93 (s, 3H) , 
3. 94 (s, 3H). 6. 44 (d, J=4. 9Hz, 1 H) . 7. 15 (s, 
1H). 7. 20 (d» J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 
7. 51 (s, 1H). 7. 54 (s, 1 H) . 7. 54 (s, 1 H) , 
7. 59 (d. J=9. 2Hz, 2H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 9. 00 (brs, 1H), 9. 07 (brs, 1 H) 

SI^ffKFD-MS, m/z) :4 8 3 (M + ) 
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HWJ2 0 2 

N- (4 oa-2 -- ho7x-AQ -N' - {4- [ (6, 7-jfjt h 
*Jf-i/] 7xx;b} OUT (2 3 8) 

6, 1- ! J* h + ->-4- (4-7;;7x; + y) +y »J > (1 2 3mg) 
£h;Ux> (12ml) i:|IMLfc^ 4-^dd-2-^Fd7x^K 
7i/7*-h (172mg) £in;U 1 4arataJ»fl«ELfco »ftfJLT*fclSS 

1 H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s. 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz, 1 H) , 7. 2 3 (d, 
J=7. 3Hz, 2H), 7. 39 (s. 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2 H) , 7. 79 (d, J=9. 2Hz, 1 H) 
. 8. 14 (s, 1H) , 8. 3 5 (d, J =9. 2Hz, 1 H) , 8. 4 6 
(d, J=5. 5Hz, 1H), 9. 62 (s. 1 H) . 10. 0 (s, 1 H) 
9mSWm (FD-MS. m/z) :4 94 (M + ) . 4 96 (M + + 2) 

HU£PJ2 0 3 

N- (2-7U-4-^QQ7x^) — N' - {4- [ (6, l- f J* b 
4-S/-4— fry UAQ *-fr«>] 7x.-M *>UT (2 3 9) 

N- (4-?no-2--hn7x-;b) -N' - {4- [ (6, 7 h 
fr*>-4— fry >J;l/) #fr->] 7x-;H 71/7 (158rag) ^?no*^A 
/y*y-;U/7k (1 0ml /7 0ml /5ml) lcjg#U f-^KHK^ h 'J * 
A (1. Olg) *Jp;U 6 0 , Cl;:T3 7#M«#Lfco ^oD*AA7?2laI» 

*»*9*U &m&9on*)i,&/Ti:V> (10/1) TfRHf *«>'J*y 
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;U*5A?o-7h/5 7 4-fcJ:ijft8!!U ^S©fl:£«:3 3m g. JR$2 2 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 09 (brs, 2H), 6. 43 (d. J=4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1H), 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d. J=8. 6Hz, 1 H) 
. 7. 38 (s, 1H), 7. 51 (s. 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H), 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 89 (s, 1H) 

HWJ2 0 4 

N- {4- [ (6, 7-?> h*->-4-*y **->3 7x-M - 
N / - (2-b°'J ilyjjjltf-jls) frUT (2 4 0) 

6. h + ^-4- (4-7iy7x;+-» +yj > (7 5mg) £ 

bJlx-> (7ml) KjjD&fctfU MJxf-;U7S> (1. 4ml) «rjQ^^ x 
hU7*xy> (2 01mg) £fln*.. lftffflja&iM&LLtio KJfc&lc 2 - b° U 
K (102mg) fcflnx.. 3 lOTra&Sflft L fc 0 S&fcfctffgg 
*^ h U »>A7K»**ftI^ l^»i^^^2lHlfl6tilLfc^W«®€-t&«1^7K 

*;UA/T-feh> (10/1) TSIi-rs ^U^y^^^A^n-^ h^77-f - 
l-J;»?^S!!Ls «fi©ft^ft*8 6mg % ©7 7%THfc G 

1 H-NMR (CDC 1 5 0 0 MHz) : <5 4. 0 6 (s, 3 H) , 
4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1H), 7. 20 (d, 
J = 9. 2Hz, 2H). 7. 43 (m, 1 H) . 7. 57 (s. 1 H) , 
7, 5 9 (m, 1H) , 7. 7 1 (d, J = 9. 2 Hz, 2H) , 7. 9 7 (m, 
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1H) , 8. 28 (d, J = 7. 9Hz, 1 H) . 8. 50 (b r s, 1 H) , 
8. 6 8 (d, J =4. 9Hz, 1 H) , 10. 1 (b r s, 1 H) , 10. 7 
(b rs, 1H) 

(FD-MS, m/z) r 4 4 4 (M + ) 

H»J2 0 5 

N- (3-»nn-4, 6- ! J/ h*->7x_;l) -N / - {4- [ (6, 7 
-^ht->-4-^;'J^) 7x-;l> OUT (2 4 1) 

6, 7-^F*->-4- (4-7;;7x/ + >') +yj > (5 4mg) £ 

h^> (5mi) ^uammmtti^ 3-^0-4, h+y7x- 

^ V > 7 * - h ( 7 6 m g ) ZUQZ.^ 1 8 ftffltiamMM L fc 0 SJ&ig&£ ? n 
D*;l>A/7-fe h> (1 0/1) •> 'J ^y"^* 7A^D7h/77^ 

-K£<om$lU iSOf^9 3mg, iR^l 0 0%-^fco 

1 H-NMR (CDC 1 3> 50 0MHz) : S 3. 76 (s, 3 H) , 
3. 87 (s. 3H) , 4. 02 (s. 3H), 4. 05 (s. 3 H) . 

6. 4 6 (d, J = 5. 5Hz, 1H) , 6. 4 9 (s. 1 H) , 7. 13 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1H), 7. 42 (s. 1H) , 

7. 50 (d, J=8. 5Hz. 2H) , 7. 57 (s, 1 H) . 7. 5 9 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) 

M»#tfflS (FD-MS, m/z) : 5 09 (M + ) ,511 (M + +2) 

2£&fe0»J2O6 

N- (4-^ap-2-yf;l/7x-;l/) -N' - {4- [ (6, V 
ty-4-^;u;i/) 7x-;b} out (2 4 2) 

6, h*v/-4- (4-75>/7*;*'» *^'J> (55mg)* 
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bJl^y (5ml) lz1]Q?mffil£:'&, 4 - 9 n a - 2 - * ^—JlJ V > 
T*-h (9 0mg) 2 6&mmMftLLfco WHiLTSfc|g6£»flK 

r H-NMR (DMSO-dg, 5 0 0MHz) :<52. 26 (s, 3 H) . 
3. 94 (s, 3H) . 3. 94 (s. 3H) . 6. 44 (m, 1 H) , 
7. 18-7. 20 (m, 3 H) . 7. 25 (s, 1 H) . 7. 38 (s, 1 H) 
, 7. 51 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2H) , 7. 8 7 
(m, 1H) , 7. 9 9 (s, 1 H) , 8. 4 5 (m, 1 H) , 9. 15 (s, 
1H) 

SI^tfril(FD-MS, m/z) :46 3 (M + ), 4 6 5 (M + + 2) 

N- (2-^pn-3-y Wxz;l>) -N / - {4- [(6, 7-v^h 

;M=-s/] 7x-;u> ftuy (2 4 3) 

6, 7-i>/ H + (4-7iy7iy + i/) +yj > (5 2mg) £ 

h;Ux> (5ml) \zljQ&i&Mltz'&^ 2-^aD-3-/f^7i-Mv>' 
(0. 2ml) fcflpiU 1 2 #Ra&Dltfc§afE L *: 0 RJ6»«*^nn** 
V7th> (10/1) ^JgB§*£*>y#y^#5A*ovbr57>f-ICJ: 
OmUU mm(D4t&%}£ 3 Omg. J»3 7«T»fc 0 

X H-NMR (CDC I 3 , 5 0 0MHz) : 62. 2 8 (s, 3 H) . 
4. 0 0 (s, 3H) . 4. 0 3 (s. 3 H) , 6. 4 1 (d, J = 4. 9 Hz, 
1H) , 7. 0 9-7. 1 5 (m. 4H) , 7. 3 7 (s, 1 H) , 7. 3 9 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s. 1H), 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J = 5. 5Hz, 
1H) 
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WMft$r$L (FD-MS, m/z) : 4 6 3 (M T ) , 4 6 5 (M^ + 2) 
H»J2 0 8 

N- (3-7;;-4-^PQ7x-;l/) -N' - {4- [ (6, 7-'J/ b 
*->-4-*7 U;l/) 7i-i> t>VT (2 44) 

N— (4-?DD-3--ho7x-;l/) — N' - {4- [ (6, 1--JJ h 
4-*; VJl) 7x^;K »>l/T (lOOmg) ^^oot4A 

/*9J-W& (5ml/15ml/3ml) I:»IU f-*IHH- HJ *A 
(3 5 8mg) £J)n;U 6 0 o CfCT2 0#W*#Lfco 9 an*;Ui*T2[eIf&fcfj 

«KrB*U SiS*^nD*;l/A/7-bh> (10/1) "CHHf « *> 'J *W 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) . 
3. 9 5 (s, 3H) , 5. 3 0 (br s. 1 H) . 6. 4 5 (d. J = 
5. 5 Hz, 1H) , 6. 6 4 On, 1H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J = 8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2H), 

7. 39 (s, 1H), 7. 52 (s. 1 H) , 7. 57 (d, J=8. 6Hz. 
2H) . 8. 47 (d, J = 4. 9Hz, 1 H) , 8. 56 (s, 1 H) , 

8. 73 (s, 1H) 

MKWHt (FD-MS, m/z) :4 65 (M + +l) 
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N- (3-^ h4>^oh';l/) -N' - {4- [ (6, l-'J* h*->-4- 
*7'J;l/) frl/T (2 4 5) 

6, 7-yn + y-4- (4-7;;7x; + y) +yj > (5 lmg) £ 
h;Ux> (5ml) Kjjni&^U h'Jif-;U7^> (1ml) £flD;i*:&, h 

(54mg) £j&DX.. 2^P H 1JQ*fcl^L^o Kl&miz3-t 
7n h°;l,T ^ > (0. 0 5ml) 1 2 L fc Q Sifc&K&I? 

*;l/A/7-t? h > (10/1) TgH1-*«>'J*y;U*7A^a^h^57-f- 
fc<fc Ofcll! U mm<D4t&®Z 5 1 m g. 7 2 %-e»fc 0 

L H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 8 2 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m. 2H), 3. 50 (t, J=4. 5Hz, 
2H), 4. 03 (s, 3H) , 4. 04 (s, 3 H) . 5. 65 (brs, 
1H), 6. 44 (d. J=4. 9Hz, 1 H) , 7. 10 (d, J = 8. 7H 
z. 2H) . 7. 4 1-7. 5 5 (m, 4H) , 7. 5 5 (s, 1H) , 
8. 4 6 (d, J =5. 5Hz, 1 H) 

UmAVrm (FD-MS, m/z) :411 (M + ) 

11*601210 

N — (2-^ h*->xf-;U) -N' - {4- [ (6, 7-S?y h**>-4-* 
/U^) 7x-M 9L/7 (2 4 6) 

6, h*2/-4- (4-7;;7t; + i/) *y U > (5 2mg) £ 

h;Ux> (5ml) KAnftti&ff U h'Jxf-A7 5> (1ml) ^JoiLfc^ h 
U7*xy> (5 4mg) 3^K35DlttiS^Lfco RJ6ttlc3-y h*-> 
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iW;> (0. 0 5ml) fcflD*., 8 #IH2in*«flE L fc 0 SJCttfc&ll** 
+ V 'J ^A*»tt«rftjx. x »ilxf-;l/T2IfiiaaiLfc*#»i*tafD«!a*T?* 

A/7-i?h> (10/1) TBHt-S->y*^*7A^n-7h^5 7-f-tc«k 
OflHKU iiOft»6 3mg, JR#9 1 fc„ 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 3. 36 (s, 3H), 
3. 3 6-3. 5 3 (m, 4H), 4. 03 (s. 3 H) , 4. 03 (s, 3H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) . 7. 4 0 (s. 1 H) . 7. 4 5 (d, 
J = 9. 2 Hz, 2H) . 7. 5 5 (s, 1 H) . 7. 9 2 (s, 1 H) , 8. 
45 (d. J=4. 9Hz, 1H) 

Mmfttirm (FAB-MS, m/z) :3 9 8 (M + +l) 

H«J2 1 1 

N— {4 - [ (6. h*i/-4-*/ lW 7x>;l/} - 

N' - (2-b°'J C^;Uy f-yb) frt/T (2 4 7) 

6, 7-v^ H + S/-4- (4-7S V7x/*-» +y «J > (52mg) £ 
Wl/X> (5ml) ttMlftttlPU h'Jxf-;bTi> (1ml) fcjDifcffc h 

(5 4mg) *fti;U 2^BBJDJIWKlftLfco 2 - tT U 

y?-;U7S> (0. 0 5ml) «riH;U 1 2 ^MADlMSdfE U /t 0 RlSttlctKl* 
h U *Ajjc*«*J)Q*.> l«x^;UT2lHiatoLfc*W«Ji*iaft«teKT 

^A/7«feh> (10/1) «nv/'J*TO7A^D7h^7^-i: 
«fct>*mU mmvit&VlZ 7 6mg, JR$1 OOMfc, 
1 H-NMR (CDC 1 «. 5 0 OMHz) : <5 4. 0 0 (s, 3H) , 



WO 97/17329 



1 79 



PCT/JP96/03229 



4. 01 (s, 3H) , 4. 58 (d, J=5. 5Hz, 2 H) , 6. 39 (d. 

J=5. 5Hz, 1H) , 6. 66 (m, 1 H) , 7. 05 (d, J=9. 2H 
z, 2H), 7. 18 (m, 1 H) , 7. 34 (d. J=7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) . 7. 54 (s, 

1H), 7. 6 6 (m, 1H) , 8. 4 0 (b r s, 1H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
MMtiVrm (FD-MS. m/z) :4 3 0 (M + ) 

mmm2 1 2 

N- [ (4- t e r t -yf;b7x-;l/) -N / - {4 - [ (6, 7 

-•^yh^->-4-^'J^) 7x-M frl^y (2 4 8) 

6, 7-i» h^i/-4- (4-7;;7x; + i/) (5 Omg) £ 

(5ml) KflQfcSJBU h'Jxf-;U7i> (1ml) £1jaz-ti'&^ h 
U7**Y> (5 5mg) £fln;U 2 ^RffilD«til» L ^ a S&fcfc (4-ter 
t-7-f;l,7x-;b) ^W;> (0. 0 5ml) £fln*.. 1 2 #P B iaDj&S»E 

*U SM^oD*;l/A/7th> (10/1) ^JRHt'S^y^y^^A 

*H-NMR (CDClg. 5 00MHz) :<53. 99 (s. 3 H) , 
4. 01 (s, 3H). 4. 38 (d. J=5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J = 5. 5Hz, 1 H) 

©fi##Hi£ (FD-MS, m/z) :48 5 (M + ) 
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HffcW2i 3 

N- {4- [ (6, h^->-4-*7 U;tQ - 

N' - (3-b°'J ^1/7 (2 4 9) 

6, h + ->-4- (4-7;;7x; + y) +yj > (52mg) £ 

h;Ui> (5ml) Kflni&i£ft?U hUif-;UT^> (1ml) &lBz_fz'&^ Y 
'J 7 * x>f > ( 5 6 m g) Ztiaz-. 2 tiffltiaMMffi I tio £Jfc&K 3 - t* 'J Vfr 
/?Jl7i> (0. 0 5ml) ZtiaA.. l2&mijQl&&Mlt:o KfiftfcK&KTk 

;l/A / /y-feh> (10/1) TM^-t-S^'J^y^u^^A^o^ h^77^ -JC 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H) , 4. 34 (d, J=5. 5Hz, 2H) , 6. 4 0 (d, 
J=4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H), 7. 12 

(d, J = 9. 2Hz, 2H), 7. 35 (m, 1 H) , 7. 37 (s, 1H), 
7. 50 (s, 1H) . 7. 53 (d, J = 9. 2Hz, 2H) , 7. 72 (d, 
J = 7. 9Hz, 1H), 8. 43-8. 46 (m, 2H), 8. 53 (s, 1 
H) , 8. 73 (s, 1H) 

MBMJrft (FD-MS, m/z) :4 3 0 (M + ) 

Hi£fll2 14 

N — {4- [ (6. 7-vM h*->-4-*y y ^-Jl} - 

N' - (4-€WJl/?-Jl<) v\sT (2 5 0) 

6, 7-SM h+^-4- (A-TlJ-7*J*i/) *;«J>(5 2mg)4 
h;bx> (5ml) CflnitiSJBU MJi^7S>- (1ml) fcflnfcfctk h 
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U7*xy> (53mg) £Sd;U 2ftmam&MlK 0 4 - t° U v*;L< 

/ *)IT I y ( 0 . 0 5ml) £flniU 1 2 affltafftiSffi L fco RiStttcgat* 

;UA/7-feh> (10/1) -e8§a"t*->Urty;ba-5A*nvh^57-f-i=: 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 8 4. 01 (s, 3H) , 
4. 0 3 (a, 3H), 4. 4 3 (d, J = 5. 5 Hz, 2 H) , 5. 9 7 (m, 
1H), 6. 40 (d, J = 5. 5Hz, 1 H) . 7. 08 (d. J-9. 2H 

z, 2H), 7. 20 (d, J=5. 5Hz, 2H), 7. 38 (s, 1 H) , 
7. 4 2 (d, J =8. 6 Hz, 2 H) , 7. 5 4 (s, 1 H) , 7. 8 1 (s, 
1H), 8. 42 (d, J = 5. 5Hz, 1 H) . 8. 49 (d, J=6. 1H 
z, 2H) 

S*£*rfi (FD-MS. m/z) : 4 3 0 (M + ) 
fl»J2 1 5 

N— {4- [ (6, I-?* h**>-4-*y VJU) **->3 7 - 
N / - [(4-v?yW;;7x^) yfvl/] »7U7 (2 5 1) 

6, 7 h**>-4- (4-7;;7*; + -» *;>J> (51mg)* 
h^x> (5ml) fcMtfg#U HJjc^;UT£> (1ml) *Jn*.fctSU h 
•J7**y> (55mg) £}tax.. 2£ffllO*M&ttLltZo RlEttK U-'Jt* 
)\<TlJ7*-)\d t3-)l7i> (104mg) £tO;U 12»IBHin«ai«ELfco 
RJSfticKH**^- h U *A3k8MtetD;U B^Kx^^"C : 2lHlttajLfcmwai 

M^^oo^;l/V7th> (10/1) T«W-r5*>U*y^5A^nT 



WO 97/17329 



182 



PCT/JP96/03229 



1 H-NMR (DMSO-dg, 5 0 0MHz) :62. 87 (s, 6H) , 
3. 93 (s, 3H), 3. 94 (s, 3 H) , 4. 18 (d, J=5. 5Hz, 
2H), 6. 40~6. 43 (m, 2H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2H), 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s, 1H). 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

l M&£t$T$L (FD-MS, m/z) :4 7 2 (M + ) 
W&m2 1 6 

N- {4- [ (6, 7-vM h*'s-A-*J U^) **S/] 7*-M - 
N' - (3, 5-^-hn7x-^) frU7 (2 5 2) 

6, 7-i?/ (4-7 ;;7xy+-» * J >) > (54mg) £ 

h;Ux> (5ml) tztm&mii&t* 3, 5-y-ho7xiMym- 
h (8 1mg) £fln;U 2 0#RaMlfi8ELfco RJS»tt*^ nn*jUA/7-b 
h> (10/1) VWU&t&i/Vti J fJMivl>9u'7 ^77^ -KJ^flffllU 
&M(0<t&®Z 5 3 m g, iRs£ 5 7 %T?&fco 

*H-NMR (DMSO-dg. 500MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz. 1 H) , 7. 24 (d, 
J=9. 2Hz. 2H), 7. 39 (s. 1H). 7. 51 (s. 1 H) , 7. 
64 (d. J=8. 5Hz, 2H), 8. 42 (s, 1 H) . 8. 47 (d, J 
= 4. 9Hz, 1H) , 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) . 9. 73 (s, 1H) 

9M&Sm (FD-MS, m/z) :5 06 (M + +l) 
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mmm2 i 7 

N- (i/^a^^jl) — N' - {4- [(6, 7-'J* h**-4-*J V 
)l) y^-jl} tjyy (2 5 3) 

6, 7-^h + y-4- (4-7U7x;+-» +yj > (2 0 Omg) 
£h;Ux> (5ml) IcJnJftjglPLfc^ y^o^y;Kvm-F 
( 3 4 0 m g ) £1jq^ 8 0 - 9 0 V V 3 0 #K;(JDi(MIf# L fc n R«3RJC7k«rJn 
W»x^jUT?2@fttoLfcft^«Ji*l^ft«KK'«*L. ****** HJ 
•>AT?ftiiLfco «£ET^^®*U !H*^aD*W7th> (10/ 
1) -eJg^t^^U^y^^A^D-r h 7 ^ -(;:«£ &«f»!U ^S©*b£ 
^2 1 Omg. IR^7 4%T?gfc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1 . 11-1. 2 2 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2H) , 1. 5 6-1. 6 6 (m. 2H) , 
1. 6 8-1. 7 8 (m, 2H), 1. 96-2. 0 5 (m. 2H), 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6 H) . 4. 58 (d, J = 7. 9H 
z, 1H), 6. 36 (s, 1H), 6. 46 (d, J=4. 9Hz, 1 H) , 
7. 13 (d, J =8. 6Hz, 2H) , 7. 4 2 (d, J =8. 6 Hz, 2H) 
, 7. 42 (s, 1H). 7. 56 (s, 1 H) , 8. 48 (d, J = 4. 9H 
z, 1H) 

©fi#*FHI (FD-MS, m/z) :42 1 (M + ) 
1 8 

N — (3, 4-y'7;i/tP7x-^ — N' - {4- [ (6, 7-S?> h*-> 
-4-^yUJb) 7x^} (2 5 4) 

6, 7-^/ h + i^-4- (4-7 $ y 7*y*-» *7 'J > (5 Omg) £ 
h;bi> (5ml) icflDJUSBU Mx*^7 5> (1ml) £fln;Lrt:& N h 
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U7*xy> (55mg) Ztinx.^ 3ftffltia1&MMLtZo RJSttJw3, A- : J7 
)l*u7-0> (6 6mg) *Jd>Lx 2 0 #Mta*««E L fc 0 EJEttfc&ltek* 

A/7-trh> (10/1) T"S§a«^V #yVU*77A?nv -fcj: 
*>««U ^JS©{fc£$l£6 3mg. W8 3%T^ 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 3 (s, 3H) , 
4. 06 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1 H) , 6. 96- 

7. 0 2 (m, 1H), 7. 0 2~7. 10 (m, 1H), 7. 11 (d, J = 

8. 5Hz, 2H). 7. 41-7. 45 (m. 2 H) , 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1H). 7. 7 2 (s. 1H), 7. 74 
(s, 1H) , 8. 44 (d, J =5. 5Hz, 1 H) 

MbWHI(FD-MS. m/z) :45 1 (M + ) 

N- (2, 4, 5-m7;l/tQ7x-;l/) -N' - {4- [(6. 7-vM 
\))V) a-^->] 7x-;H frU7 (255) 

6, 7-5M h4^>— 4 - (4-7;y7 i y+v') +;'J> (5 0mg) £ 
H;Ux.> (5ml) iCjta&jgJBU h'Ji^;l/T^> (1ml) £flD;t*:&, h 
')7*x*f> (5 5mg) Ztiaz.^ 3ftfflm&&ffiLt:o RlKftKZ. 4, 5- 
hU7;bto7-'J> (7 5mg) £in;U 2 0 #P B 1fln&i8&fc L 

u*;UA/7H? h> (10/1) * >J fif**? A? n^r h^^-r 
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H-NMR (DMSO-d,. 5 0 0MHz) :<53. 94 (s, 3 H) , 

b 

3. 95 (s, 3H) , 6. 4 5 (d, J = 5. 5H z, 1 H) , 7. 2 4 (d, 
J =8. 6Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) . 

7. 59 (d, J=8. 6Hz, 2H), 7. 6 2-7. 7 0 (m, 1 H) , 

8. 17-8. 25 (m, 1H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 76 (s. 1H) , 9. 2 3 (s, 1 H) 

WMfttRIM (FD-MS, m/z) :46 9 (M + ) 

^86012 2 0 

N— (2, 4, 6-h'J7^P7x-Jl/) -N' - {4- [(6, 7-^y 
h*->-4-*yj;t/) 7*-M OUT (2 5 6) 

6, 1- : J* h + *>-4- (4-7;;7x; + y) +/D> (5 Omg) £ 
h;l/^> (5ml) {cflnl^ffSU h'Jxf-;bT$> (1ml) £Jn*fclk h 
'J7txy*> (5 5mg) m> 3^M3aij»a«Lfco R»S*K2, 4, 6- 
h>j7^D7-'J> (7 5mg) *m*.* 2 0^MB«B««»Lfco RJSttlcifc 

n*;UA/T-fe h> (10/1) U ij *f)li] 7A^D7h/57-f 

1 H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3 H) . 
3. 95 (s, 3H) , 6. 4 3 (d, J =5. 5Hz, 1 H) , 7. 2 0 (d, 
J=8. 6Hz. 2H), 7. 29 (t. J=8. 6Hz. 2 H) . 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d. J=8. 6Hz, 2H) , 
8. 07 (s, 1H), 8. 46 (d, J = 5. 5Hz, 1 H) , 9. 14 (s, 
1H) 
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MbMfffi (FD-MS, m/z) :4 6 9 (M + ) 
^Sfe#I2 2 1 

N— (2, 3, 4- h i^^d^x-;!/) -N' -{4- [(6, 7- ! J* 
h* : s-4-*J <W 7^-^} >?U7 (2 5 7) 

6, 7 -if* h*v>-4- (4-7U7xy + y) +y U > (5 Omg) £ 
h^i> (5ml) KtiafflgML h'JiW;> (1ml) h 
■J7t7y> (5 5mg) fcflnx.. 3 #faHra&jSj5lt L fz 0 &£&tc2, 3. 4- 
h"j7^u7-'j> ( 7 5 m g ) £flD;U 2 0 tolSMsMSBML 1 fc 0 Kfom^m 

a+wUA/T* b y (10/1) TM^-t-S^'J^yVU^^A^nv W?74 

1 H-NMR (DMSO-d g, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H). 6. 44 (d. J=4. 9Hz. 1 H) . 7. 23 (d. 
J = 8. 6Hz, 2H) , 7. 25-7. 3 3 (m, 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H) , 7. 59 (d, J=8. 6Hz, 2 H) . 

7. 8 5-7. 9 2 (m, 1 H) , 8. 4 7 (d. J =5. 5 Hz, 1 H) , 

8. 73 (s. 1H) . 9. 21 (s, 1H) 
mm.#Vrm (FD-MS, m/z) : 469 (M + ) 

WW2 2 2 

N- (2, 5-yV h^v^7x^) -N' - {4- [ (6, 7-SM 
-4-*7 7*-M uU7 (2 5 8) 

6, 7-Vt h + ->-4- (4-7U7i;*v/) +yj > (5 6m g) * 
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b;Ux> (5ml) IzjjQj&mMU h'JiW;> (1ml) *ti\z.t-J&^ V 
>)7*7>y> (6 6mg) ZtiQz., 3&ffl1]Q]mWLltZo JKffr&ic2, 5-^ 
h*->7xy> (1 0 2mg) £flU;U 1 0#rataJ!MB*Lfco S^SftC^* 

ftfrU ii7k§fffl^hy*AT«*L*:o «EET*«E*ffl*L. SI^dd* 

;W*/7-feh> (10/1) «t5v"J*m7Ai'D7h^77>f-l; 

X H-NMR (CDC 1 g, 500MHz) : <5 3. 68 (s. 3H), 
3. 78 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3H), 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J = 3. 1. 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) . 7. 52 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H) , 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J=3. 1Hz, 1H). 8. 49 (d, J=4. 9Hz, 1 H) 

mm&ftm (fd-ms, m/ z ) : 475 cm + ) 

ftffl!s0J2 2 3 

N- (3, Hr->7*.=JU) -N' - {4- [ (6. 1-*J* h*-> 

-4-*/'J;l/) 7x^} frU7 (2 5 9) 

6, 7-vM h**>-4- (4-7$;7x; + v/) *y y > (5 3mg) & 
h^x> (5ml) CftllK&IIU h'JxW;> (1ml) *Jpifc^ h 
■J7**y> (lOlmg) ^JD^> 4#P£Jra&£3ftL*:o KlS&(c3. 5-* 
y h + i/7-'J y (6 2mg) fcfltpu 1 3^tm«lia^L^o KlCttfcflaMc 
h y -5 A7kfgfc£JlD;U i^Kxf-;UT2lsI}l&l±i L^W^^tSfD^g^T 
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)IA/T± h> (1 0/1) rmffltZ's i )fi J fJli]7J*?w?h?yy< -iz 
^§©>fb£#f£8 5mg. JR¥1 0 QHT? fttZa 
1 H~NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 7 3 (s, 6 H) , 
4. 0 0 (s, 3H) . 4. 03 (s, 3H) , 6. 1 8 (s, 1 H) , 

6. 42 (d, J = 5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
1H) , 7. 0 9 (d. J =8. 6 Hz, 2H) , 7. 4 0 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2 H) , 7. 56 (s. 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J = 5. 5Hz, 1 H) 

MbMJrfc (FD-MS. m/z) :475 (M + ) 

mmm2 2 4 

N- (2, 3-^7;l/tQ7x-;i/) -N' - {4- [ (6, 7-vM h*-> 
-4-47 U;b) 3-4- •>] 7x^} ^1/7 (2 6 0) 

6, 7-^y h + >-4- (4-7i;7xy + i/)+y'J> (5 Omg) £ 
Y)lx.y (5ml) KftfltlftffU h'JxW$> (1ml) fcJoifctU h 
'J?**^ (5 5mg) fcflniu 3^M2nfM9ftLyi:o Rl6ttt2. 3-^7 
^*o7-'J > (5 1ml) fcjjn*., 2 0^M2nMS%t^ o Kfo&fcKS&KSS 

A/T-fe h> (1 0/1) •vm+Z's 5 h/57>f -£«k 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1H), 7. 02- 
7. 0 8 (m, 1H). 7. 11-7. 1 9 (m, 1 H) . 7. 2 3 (d, J = 
9. 2Hz, 2H). 7. 39 (s. 1 H) . 7. 52 (s. 1 H) . 7. 59 
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(d, J = 9. 2Hz, 2H), 7. 94-7. 99 (m, 1 H) , 8. 47 
(d, J = 4. 9Hz, 1H), 8. 78 (s. 1 H) , 9. 25 (s, 1 H) 
li^I (FD-MS, m/z) :451 (M + ) 

mm 2 2 5 

N- (3, 5->>'7;M-p-7^-;U) -N' - {4- [ (6, h4-»> 
-4-*JV)V) 7*~M VlsT (2 6 1) 

6. 7-vM h*«>-4- (4-7;;7x; + -» (5 Omg) £ 

h;l/i> (5ml) fctDlMSflBU h 'J ifMUT 5 > (1ml) &lsaz-tz'&^ b 
■J7t7^> (55mg) £Jjn;L> 3£MJn*HI«ELrt:o KJ&&K3, 5-*?? 
Wd7-'J> (6 6mg) 2 0#P B 1Ja&£^Lrt:o RlCftlctfeil** 

^ h >) ^AtK«P«*JD^ ^if-^T2lHlt*aiL^mW^ ; Srtafn^7KT* 

A/7-teh> (10/1) TJHBIt-*^y*^*7A^n'7 -lei 
&*BU ££<Z><b£#l£4 9mg, JR*6 4X-?fffc. 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75~ 
6. 83 (m, 1H) , 7. 16-7. 26 (m, 4 H) , 7. 3 9 (s, 1 H) 
. 7. 52 (s, 1H), 7. 59 (d. J=8. 6H z, 2H), 8. 47 

(d, J=4. 9Hz. 1H), 8. 99 (s, 1 H) . 9. 12 (s, 1 H) 

MtJMJfil (FD-MS, m/z) :451 (M + ) 
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101*12 2 6 

N- (2, 3, 6-h'J7;btD7x-;l) -N' - {4- [ (6, 7-<J* 
h*v-4-4->"J;iO 7sl-M ? 1/7 (2 6 2) 

6, 7 -if* h + (4-7;;7x;+>» +y 'J > (5 Omg) £ 

h;Ux> (5m 1) lcfla£tf£ft?U h U 5 > ( 1 m 1 ) £flD*fc^ h 

U7*xy> (5 5mg) ^-JD^.. 3^IHttD««ilELfco RlBttlw2, 3, 6- 

b*)yji*a7->) y (5 3mi) £Jd;l, 2 o^mmm^mitio fcfcmz&t 
WkMi- h *A**tt*in;u li«if-^r2@«itfjLfc«^r»i*ttfD«[ 

at^A/7th> (10/"!) -eJg^-T5>"J •hfiltiv^tu-? F^7>f 
-l-«k»)«l!!U 3»?Mt£#j£3 0mg. JR$3 8%^^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz. 1H), 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 59 (d, J=8. 6Hz, 2H) , 8. 4 1 (s, 1 H) , 8. 46 
(d. J=4. 9Hz, 1H) , 9. 18 (s, 1 H) 
(ED-MS, m/z) :4 69 (M + ) 

HJ&0J2 2 7 

N- (2, 6-^7;^D7x^) -N' - {4- [ (6. l-'J* h*-> 

-4-^yj;u) 7 <yu7 (2 6 3) 

6, h*'>-4- (4-7;;7x; + -/) *y'J>(50mg) 5: 

h;bx> (5ml) Kfln&r£8?L/rSU 2, 6-^7;^D7x-;Kvm 
-h (10 4mg) *Jn;U 3 0&mm&Mltz o tftfiLT*fcfSI|*i»RU 
h ;Ux >T~Wfrt Z>ZtK&\) mM<Dit^^ 57mgxiR^74 %T?i#rt: 0 
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H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1H), 7. 13- 
7. 25 (m, 4H), 7. 28~7. 38 (m, 1 H) , 7. 39 (s, 1 H) 
, 7. 52 (s. 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
(FD-MS, m/z) :45 1 (M + ) 

H&0I2 2 8 

N- [2, 5-b'X (h »j 7A/to^ f-^) 7x-il/] -N' - {4- [(6, 
7-^ht'>-4-^'J^ tti/] 7x-M frUT (2 6 4) 

6, 7-*V h + ->-4- (4-7W7*>'*-» »J > (5 Omg) £ 
HUx> (5ml) fwfln&?§ft?U h'Jxf;l/7;> (1ml) £JJDX.fctlU h 
■J7*xy> (55mg) £JD>U 3£IIMftiltfEL*:o KJS«K2. 5-h'X 
(M:7;M-ay^l0 7-'J> (79ml) 2 0^JD^S«EL^o 

^&£?un*;UA/T-tr h> (10/1) ~£Mffli~ 5 '> U tiftl'ti 7^^D7 
h^7>r-K«fct>fi!$!iU ^SO^»3 Omg. JR^32%^^o 

* H-NMR (DMSO-dg, 50 0MHz) : 8 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2Hz, 2H) , 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m. 3 H) , 7. 95 (d, J = 7. 9Hz, 1 H) , 

8. 3 8 (s. 1H) . 8. 4 6-8. 5 2 (m. 2H) . 9. 7 0 (s. 1H) 
«g#flrflt (FD-MS, m/z) : 55 1 (M + ) 
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mmm2 2 9 

N- (2, 4-v>V ^v/7x^) -N / - {4- [ (6, 1-*J* h4--> 
-4-*JV)V) 7x^1/} frU7 (2 6 5) 

6, 7-'J/ h*i/-4 - (4-7i;7x; + -» +/'J> (5 1mg) £ 
(5ml) {CflD&jgjgU h >J xf-;U7 ^ > (1ml) %1saz.tz'&^ h 
U7*xy> (7 2mg) *Jp^ ZftffltiaMcBlffiltzo ££&Jc2, 4 -'J/ 
h*i/7-V> (6 0mg) £JD;U 1 lftffltiQfmmifro R^c^gRKfJI 

A/T-feh> do/1) -es^-se/U^y^^^A^ 0-7 -ic* 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 3. 74 (s, 3H), 
3. 80 (s, 3H) , 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 44-6. 51 (m. 3 H) , 7. 06 (s. 1H), 7. 12 (d. J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J = 8. 6Hz, 1 H) , 8. 48 (d, 
J=5. 5Hz. 1H) 

SS£«flit (FD-MS, m/z) :475 (M + ) 

ISffi0l2 3O 

N - (2-^QD7x^) -NT - {4- [ (6, 7-SM h*'>-4-* 
yj;l/) 7x-il/} -7 1/7 (2 6 6) 

6. 7-->y b*->-4- (4-7;;7xy + i/) *>"J > (5 2mg) £ 
h;Ux> (5ml) Kfln&&jfcLfc&x 2-?Da7*-Mvm-h 
(0. 0 5ml) £fln*.> 3 0Mii%l/:o RJSfe&£ ^dd*aa/7 
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-*r h > (lo/i) X'mmt^i^)ij¥)\yti^^^^yyyy>(-^^\)nm 

U 8H©fb£tt*6 4mg x 1R^8 l%rntz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 01 (s, 3H) . 
4. 05 (s, 3H), 6. 46 (d. J = 4. 9Hz, 1 H) , 6. 98 (d 
d, J = 7. 3, 7. 9Hz. 1H), 7. 14 (d, J=8. 6Hz, 2H) , 
7. 26 (dd, J = 7. 3. 7. 9Hz, 1 H) , 7. 31 (d. J = 7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J = 9. 2Hz, 2H) . 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz. 
1H) , 8. 3 7 (s, 1H), 8. 5 0 (d. J =5. 5 Hz, 1 H) 

mmftftm (FD-MS, m/z) : 44 9 (M + ) ,45 1 (M + + 2) 

mmm2 3 1 

N — (3-?pp7x-;U) -N / - {4- [ (6, 7-v^ h*->-4-* 

7i-i) (2 6 7) 

6, 7 -if* h*S/-4- (4-7$y 7*y*» +y >J > (52rag)«- 
(5ml) lztiaimMlti&^ 2-^DD7x-;KVi/7*- h 
(0. 05ml) £fln;U 3 0 ^KtoSfcSaiE L dd*M/7 
(10/1) T*mMtZi' , )il J fJ\'iJ ; 7^9v'?hy?7<(-lZlLt)m® 
U m8<0<t&til&7 2mg. iR^9 3%T$fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 3. 9 8 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (d, J = 4. 9Hz, 1 H) , 6. 99 (d, 
J = 7. 9Hz, 1H), 7. 09 (d, J=8. 5Hz, 2 H) , 7. 16 
(dd, J=7. 9Hz, 7. 9Hz, 1 H) . 7. 23 (d, J = 8. 6Hz, 
1H) . 7. 3 8 (s, 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 
(s, 1H), 8. 13 (s, 1H), 8. 14 (s, 1 H) , 8. 44 (d, 
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J = 5. 5Hz, 1H) 
M##Ht (FD-MS, m/z) :4 4 9 (M + ) , 45 1 (M + + 2) 

HWJ2 3 2 

N- (2, 3--^ h^i/^^-Jl/) -N' - {4- [ (6, h*^ 
-4-*yj;U) 7x-^} 91/7 (2 6 8) 

6, 7-v>V h + (4-7;;7x/ + i/) */ »J ^ (5 2mg) £ 

h^x> (5ral) izMfmmU MJx^;U7=> (1ml) £fla;LfcSU h 
V7*xy> (74mg) £?JD>U 3#PEM&§fltl/c 0 S&&K2, 
h**>7^y> (0. 05ml) ^Ja^ ll^«il^L^o fcfomz&t® 

*;l/A/74?h> (10/1) TSH§-r*'>y*W*7A^n-7 h/57^ - 
l-J:*)«WIU *«©ft^«il*8 3mg. JR*1 0 0%Ti#fc o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 7 2 (s, 3 H) » 
3. 84 (s, 3H). 4. 02 (s. 3H) . 4. 05 (s, 3H) . 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d. J=7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) . 7. 13 (d. J = 

9. 2Hz, 2H). 7. 43 (s. 1 H) . 7. 54 (d, J=8.-6Hz, 
2H). 7. 58 (s. 1H), 7. 85 (d, J=8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

KS##Hli (FD-MS, m/z) :4 7 5 (M + ) 
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HWJ2 3 3 

N- (4-fc Ka*'>7^->>U) - N' - {4- [ (6, 7-v>V h*->-4 
-*vu;u) 7x_;u} fri/7 (2 6 9) 

N- (4-<>^W+>'7x-;l/) -N' - {4- [ (6, h*:/ 
-4-+/IW 7*-M -7U7 (2 2 8mg) £N, N-^yf-;U 

-t;l/A7; K/#&x^;l, (15 ml /2 0ml) lcjgj|?U h'Jxf;l/?;> 
(4ml) *in*fcfk 2 0%7klfcft'<7^'7A (1. 1 8 g) £flO;U 

x5?ffl^T^STi 5^it^Lfco saa^-tr^ b*>®u mm&m&itz 

tSU git£?Dn*;l,A/7-t? h> (10/1) Tg^S > »J ii^fS^ti^ A* 
Dvh^7 7>f-icJ;!9^U &m®it&to£l 8 8mg> WlOO%7j| 

1 H-NMR (DMSO-dg, 500 MHz) : d» 3. 98 (s, 3H), 
3. 99 (s, 3H), 6. 60 (d, J = 5. 5Hz, 1 H) , 6. 68 (d, 
J =8. 6 Hz, 2H) , 7. 2 1 (d, J = 8. 5 Hz, 2 H) , 7. 2 2 
(d, J = 8. 5Hz, 2H), 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s. 1 H) . 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 
m&mm (FD-MS, m/z) :431 (M + +l) 

05&fe012 3 4 

N- (4-7-fe h^i/7x-;U) -N' - {4- [ (6, 7-i>V h*>>-4 
7x^;l/} frU7 (2 7 0) 

N- (4-t Kd + ->-7x-;1/) -N' - {4- [ (6, 7-vM h + y-4 

-*/'J;U) 7*-;U} -71/7 (4 7mg) (6ml) 

K&JBU h 'Jif^7; > (2m 1) SrflDX-rt:^ (0. 5ml) £ 



WO 97/17329 



1 9 6 



PCT/JP96/03229 



*£»Lfco «ET^*«*Ls ***hJ*/T*Y> (10/1) TT 

3 5mg> ^6 8%T-?#fco 

1 H-NMR (CDC 1 g, 500MHz) :<52. 31 (s, 3H), 
4. 01 (s, 3H) , 4. 04 (s, 3H), 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J = 8. 6Hz, 2 H) , 7. 1 1 (d, J=9. 2H 
z. 2H), 7. 26 (brs, 1 H) , 7. 32 (d. J=9. 2Hz, 2H) 
, 7. 4 0 (s, 1H) , 7. 4 5 (d, J = 9. 2 H z, 1H) , 7. 5 6 
(s, 1H), 7. 56 (brs, 1 H) , 8. 46 (d. J=4. 9Hz, 1 
H) 

mmftVtm (ED-MS, m/z) :4 7 3 (M + ) 
£M2 3 5 

N- (3, 4, 5-h'J^h^->7x-;l/) -N / - {4- [ (6, 7--^ 
h*i/-4-*;UJt/) 7^;b) frU7 (2 7 1) 

6. 7-5» h + v/-4- (4-7S /7x; + ^) *y "J > (5 2mg) £ 
r*x> (5ml) lcfln&fcfl?U r Uif^T 5 > (1ml) £flQ*.*:SU h 
•J7*X^> (6 6mg) £fln;U 2 ^tnl?&SJl£ L S&&K3, 4. 5- 
h + ->7-'J > (7 6mg) £fln;U 1 9^SD^3i^LA:o RJfcttfcftlfc 

*;UA/7-bh> (10/1) •paM8'f«*>U*y;l'*7A^Dv - 
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1 H-NMR (CDClg, 500 MHz) : 5 3. 81 (s, 6H), 
3. 8 3 (s, 3H) , 4. 0 2 (s. 3H) . 4. 0 5 (s, 3H) , 

6. 44 (d, J = 4. 9Hz, 1 H) . 6. 69 (s. 2H), 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (b r s, 1 H) , 

7. 48 (d, J=8. 6Hz, 2H), 7. 57 (s, 1 H) , 7. 58 (s, 
1H) , 8. 47 (d. J=4. 9Hz, 1 H) 

Wm&mm (FD-MS, m/z) :5 0 5 (M + ) 

fS»J2 3 6 

N- (2, 4-v^7Mo7x^l/) -N / - {4- [ (6, 7->>V 
-4-*yj;U) 7^-;U} -7 1/7 (2 7 2) 

6, 7-^> h*->-4- (4-7;;7 i ; + >') ^J x )y (1 0 Omg) 
£h;Ui> (10ml) fciDJl&^Lfcik, 2, 4-^Wn7x;MV-> 
7*-h (12 0ml) *Jn;U 3 0&m)JQ®Mmitio tFftflLT*fc|Sft*it 
K U h S C t (Ck *3 &m<Dit&y)£ 128mg N JR^84%T 

ntzc 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 9 4 (s, 3 H) , 
3. 95 (s. 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2 H) , 7. 28- 
7. 3 5 (m, 1H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 59 (d, J=9. 2Hz, 2 H) , 8. 05-8. 12 (m, 1 H) , 

8. 4 7 (d. J =5. 5Hz, 1 H) , 8. 5 2 (s, 1 H) . 9. 15 (s, 
1H) 

n&AVrm (FD-MS, m/z) :451 (M + ) 
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0IWJ2 3 7 

N- (2, 5--^7;t-to7x^) -N' - (4- [ (6, 7-i>V h4v 
-4-*J*)&) 7x-Jb) 01/7 (2 7 3) 

6. h*->-4- (4-7;;7*; + '» +7 'J > (1 0 Omg) 

£h;bx> (10ml) Kj!JD&&fl?l*:&> 2, 5-^7Wd7x-;Kv-> 
7*-h (12 0ml) £SQ;u 3 0 aiBHnllMMK L fc 0 WtibS LT§/r^ B ^« 
$U h;bi>r^1-S^i^i:l9^®©^^l 3 2 m g. W8 7%T' 

^ H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d. J=9. 2Hz, 2H), 7. 2 7- 

7. 33 (m, 1H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J = 8. 6Hz, 2 H) , 8. 03~8. 08 (m, 1 H) . 

8. 47 (d. J=5. 5Hz, 1 H) . 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

m&fttirm (FD-MS, m/z) :451 (M + ) 



N— (4-7U-2-^nn7x-;b) -N' - {4- [ (6, 7-i?/ h 
*>-4-*y 'J;l/) 7x^;H 91/ 7 (2 7 4) 

N- (4-^on-3--hn7 x-;l/) -N' - {4- [ (6, 7 - f J* h 
^ i/ _ 4 _ + y ij^) 7x-;H 91/7 (15 Omg) *?no*jl/A 

/y*y-;k/* (10ml/13ml/3ml) lc&A?U ^*5ifclH- h U 9 
A (5 0 1mg) £flD*.> eOt^TSO^HlK^L^o * n o*;UA-e2IU#l 



WO 97/17329 



199 



PCT/JP96/03229 



#JI£®*U SI^^o^A/7-tf> (10/1) T'&ffltZisVJif 
^7A^D7 h^77^ -Icfc&JfiUKU £fi©fl:£«5£4 8mg N iR^3 4 

L H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 1 (m, 1 H) , 6. 6 5 (d. J =2. 5 Hz. 1H) . 
7. 17 (d, J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 48 (d. 
J = 8. 6Hz, 1H), 7. 51 (s, 1 H) , 7. 56 (d, J = 8. 5H 
z, 2H) , 7. 8 3 (s, 1H) . 8. 4 5 (d, J =5. 5 Hz, 1 H) , 
9. 1 0 (s, 1H) 

Si^lfi (FD-MS, m/z) :464 (M + ), 4 66 (M + +2) 

H»J2 3 9 

N- {4- C (6, h* ! s- 4-*/'jJU) 7 - 

N' - [2-xh^y/^;^-^7x-;l/] 3U7 (2 7 5) 

6, h*'>-4- (4 -7 $ y*7*y + S/) 4-/ U > (1 0 Omg) 

(lOral) fcflnffe&fSU hUxf-;U7^> (1ml) «n>Lfcifc 
h»7*xy> (10 Omg) fcftiiU 2 ^HnmUtt L fc 0 KJEttCxf-*- 
2-7;7K>7x- h (8 4mg) *Jni % 2BMMft8ttL*:o RlSftKiR 

*T*»Lx SSTKfiKS?"^ h 'J ^ATKHLfco ttEET*flt*9icU »»*^o 
ojM/i v /7-feM' (10/1) TRB8t*5";*y^5A^nvh^7-f 
-fciOISKU »{t^8 6mg, JK#5 2%-e*§fco 

1 H-NMR (DMSO-dg, 90MHz) : 6 1. 37 (t, J = 7Hz, 
3H) , 3. 94 (s, 3H) , 3. 94 (s, 3 H) , 4. 38 (q, J = 7 
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Hz, 2H), 6. 47 (d, J=5Hz, 1H), 7. 1-8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1 H) . 
9. 92 (s, 1H) , 10. 10 (s, 1H) 
MKMJflfi (FD-MS. m/z) :48 7 (M + ) 

HJ60J2 4O 

N— (2-^f-^f-^7x^;U) -N' - {4- [(6, 7-^h4->-4 
-4V'J;l/) 7x-M frU7 (2 7 6) 

6, 7--^ h + ->-4- (4-7;;7x; + y) l> > (1 3 lmg) 
£h;loi> (l 3ml) Kjn&ig^U h U ifA7 5 > (2. 6ml) » 
M7*xy> (152mg) ^rjD^ 2#fflmifoMMlfco Kf&mz2 

-S*)ir*7-V y (0. 1 1ml) &Jn>U 1 O^ralftilfeSilELfco 

ftttm&rc#»L* h u <y^-?&MLtz 0 SEE~rc§i&£®*u sat 

&?nn*Jkk/7-t? h> (4/1) TJRH-rs^UaYA^A^ov 
7<-i;:J:»>**ttU &g©ft&$l£2 9ing. JR*14KT»fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) :52. 50 (s, 3H), 
4. 00 (s. 3H). 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1 H) . 7. 2 5-7. 3 5 (m. 3H) , 
7. 45 (s. 1H), 7. 48 (d, J = 7. 9Hz, 1 H) , 7. 58 (s, 
1H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 9 9 (d, J = 7. 9H 
z. 1H), 8. 24 (s, 1H), 8. 53 (d. J = 5. 5Hz, 1 H) , 
9. 61 (s, 1H) 

Stfi##fM (FD-MS, m/z) :46 1 (M + ) 
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H»J2 4 1 

N- [3, (h'J7Mpyf;i/) -7^-;b] -N' - {4- [ (6, 

l-V/ h^>-4-^y 'J;lQ 7x-M frU7 (2 77) 

6, 7->^ h + ^-4- (4-7;;7xy + ->) +;'J> (50mg) 
Y)l^y (5m I) Kan&&A?U hUxf-;l/T5> (1ml) *iln;tfc|ft x h 
'J7t^> (5 5mg) £jfjn;Lx 3#KHlH»iH»ELfco Rl5^(c3. 5 - 1: Z 
(h>j7;^n>f;l,) 7-'J> (116mg) £;&0;L> 20^JD^S^L^ o 

RiWfticflabjc*^ h y •7A7k^*iinx.x ftKx^-;i,T2igaiitiLfc»*aw 
3SaE*^Dn*;UA/7-bh> (10/1) •ejRHS^5'>y*y4/*7A^o^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) . 
3. 94 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d. J=9. 2H 
z, 2H) . 7. 6 2 (d. J = 9. 2 Hz, 2 H) . 7. 6 4 (s. 1 H) , 

8. 1 5 (s, J = 5. 5 Hz, 2H) , 9. 1 3 (s, 1 H) , 

9. 43 (s, 1H) 

JH&iWNi (FD-MS, m/z) :55 1 (M + ) 

0U60J2 4 2 

N- Q-^Doyoh^) -N' - {4- [ (6, 1- ! J* h*->-4-4- 
yj;U) 7x-;l) «7i^7 (2 7 8) 

6, 7-i?J h + >-4- (4-7;;7x;+-» +y«J > (5 Omg) £ 
h;l/jL> (5ml) ictDft&JBU Y V z.* A,T Z y (1ml) h 
'i7*xy> (5 5mg) ^rjta^ 3^SDlfejS»iLfco Softie 3 u o :/ 
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ot°;U7-'J> (6 6mg) ttiaz.^ 2 0 #fMK)DMi§j5lE L tz a Rfcmzm&kM 

a/7* h> (i o/i) TJRHf s*>y*y;i/*7i»^D^ 

$«»!U mmo4t&®>*2 6mg, iK« 7%Tl#/c 0 

*H-NMR (DMSO-dg, 5 00MHz) : 51. 87-1. 94 (m, 
2H). 3. 20-3. 27 (m, 2 H) . 3. 69 (t, J=6. 1Hz, 2 
H) . 3. 93 (s, 3H) , 3. 94 (s, 3 H) . 6. 29 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz. 1 H) , 7. 14 (d. 
J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz. 1 H) , 8. 61 (s, 1 H) 

MM^Vt^. (FD-MS, m/z) :415 (M + ) 

ll»J2 4 3 

N- {5- [2- (4-7^o) 7xy*->] -t'VVJl) — N' - {4- 
[(6, 7-^^ h*i/-4-*>"J;b) 7 »U7 (2 7 9) 

6, 7-v?> h*->-4- (4-7iy7x;+-» *y"J> (53mg) £ 
hJl*> (5ml) CiML^ Mx^jU7S> (1ml) *jD^.fc^ h 
U7txy> (5 8mg) ^mmsm.Ltz 0 E^IC5-T^ y - 

2- (4-7;M-n) 7xy + ->h , 'J-^ (95mg) ^rjD^ 1 9#M&ig 
^L/co KlEttfc£lteK*M- h 'J *A*»tt£aD;U I^Kxf-^T^IelttdlLfc 

8l&£*no*;l/A/7-t? h > (10/1) T-JS^a-> 'J ijfJlfi? 
A?n7^77>(-i:J:»)tSU ^moit&M* 7 4mg. JR^7 9%T^ 
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* H — NMR (DMSO-dg, 5 0 0MHz) : d 3. 94 (s, 3 H) , 
3. 95 (s. 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6 H) , 7. 38 (s, 1 
H) , 7. 5 1 (s. 1H), 7. 5 9 (d, J =9. 2 Hz, 2 H) , 
8. 01 (d. J=8. 6Hz, 1H), 8. 19 (d. J=2. 4Hz, 1 H) 
, 8. 4 6 (d, J =4. 9Hz, 1 H) . 8. 77 (s, 1 H) , 8. 8 9 
(s. 1H) 

(FD-MS, m/z) : 52 6 (M + ) 

HSS0U2 4 4 

N- {4- [(6, 7-i?nt->-4-^'J^) t^y] 7 - 
N' - (3-^7W;;7x^) frl/7 (2 8 0) 

6, 7->M h + i/-4- (4-7;;7 i ; + -» * J 'J > (52mg) £ 
h;l-x> (5ml) IcftfttigPU MJxfJU7S> (1ml) £iD;Lfc8U h 
(55mg) £7jn*.x 3^»nHfcl«ELfco K£&lw3-v?y?-;b 
7U7-'J>(69mg) *Jd^. % 1 2 ^IHttnJIWI«E L fc c W^ms^wm 
+ h u ^i?if L ^-e2lH»SttiLfc^w«8ll^tafn^!g*-e* 

A/7-feh> (i o/i) -esia-r^^'j^yvu^^A^D^h^^^-icj: 

OfWBU £JS©{b&#!£7 2mg, iR$8 9%-e^fco 

1 H — NMR (CDC 1 g, 5 0 0MHz) : 5 2. 92 (s, 6H), 
4. 01 (s, 3H), 4. 03 (s. 3H), 6. 41 (d. J=4. 9Hz, 
1H), 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J = 9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2H), 
7. 14 (dd, J=7. 9. 8. 5Hz. 1 H) , 7. 35 (s. 1 H) , 
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7. 41 (s, 1H) , 7. 4 5 (d, J =9. 2 Hz, 2 H) , 7. 5 5 (s. 
1H), 7. 67 (s, 1H) , 8. 45 (d, J=4. 9Hz, 1 H) 

Wftfrtfril (FD-MS, m/z) :4 5 8 (M + ) 

HWJ2 4 5 

N- (2-b Kp*»>7*-;10 -N / - {4- [ (6. 7-*M h*->-4 
-*7'J;1/) 5Hr5/3 7x-Jb} (2 8 1) 

6. l-V* h**>-4- (4-7i;7x; + -» +y»J > (1 0 5mg) 
^Y)lx.y (10ml) Kflnf&^A? U h'Jxf-^7 5> (2ml) £tn;LfcSk> 
hU7txy-> (118mg) £fln;L. 2ftffl1mfmWLltz 0 RJt3ftlc2-7S 
;7x;-;K77mg) £7JD;L> 1 0 ftffitofk&tfi L £ 0 RJfc&K^ifcK?5^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s. 3 H) , 
3. 95 (s. 3H), 6. 45 (d. J=4. 9Hz, 1 H) , 6. 73- 
6. 88 (m, 3H), 7. 20 (d, J=8. 6Hz, 2H) , 7. 39 (s, 
1H) . 7. 5 2 (s, 1H) , 7. 5 9 (d, J =8. 6 Hz, 2H) , 

8. 0 3-8. 0 8 (m, 1 H) . 8. 1 9 (s, 1 H) , 8. 4 7 (d, J = 
5. 5Hz, 1H), 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

®S##rll (FD-MS, m/z) :43 1 (M + ) 
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fUfc0J2 4 6 

N- (3 -t Y u^-i/y X.-JI) -N' - {4 - [ (6, 7- V* h*i/-4 
-*JV)V) y^-Jl) uU7 (2 8 2) 

6, 7-x7h + -/-4 - (4-7i;7x; + y) *y 'J > (1 1 5mg) 
£h;Ux> (12ml) icMigfliU h'Jif;l,7;> (2ml) ^JJO*.*:^ 
hU7*xy> (113mg) £fla;i, 2 #r H W&S3fS L fc 0 S^C3-7^ 

U M©ft&tf£9 5mg. JR^6 0%T^ o 
1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) t 

3. 95 (s, 3H), 6. 3 5-6. 42 (m, 1 H) . 6. 44 (d. J = 

4. 9Hz, 1H), 6. 77-6. 85 (m, 1 H) , 6. 98-7. 08 
(m, 2H) , 7. 2 0 (d. J =8. 6 Hz, 2H) , 7. 3 9 (s, 1 H) , 

7. 52 (s, 1H). 7. 58 (d, J=8. 6Hz, 2H), 8. 47 (d, 
J=4. 9Hz, 1H) , 8. 57 (s, 1 H) , 8. 7 3 (s, 1 H) . 
9. 3 1 (s, 1H) 
M#tfHI(FD-MS, m/z) :431 (M + ) 

HJ6W2 4 7 

N- (3-l:KD^'>^l/>f^7x-;l/) -N' - {4- [ (6, 
h^->-4-^y |J^;U) OUT (2 8 3) 

HWJ197"C^N- (3-xh + ->*Mi-A7xiA) -N' - {4- 
[(6, 7-i?/ h + ->-4- + y'Jr:;I/) 7x-M ^UT(190 

mg) ^^;-;K3ml) KfcJBU 3 5 »J -7 (5ml) 
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3 

1 H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 38-7. 65 (m, 7H), 8. 13 (s, 
1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 88 (s, 1H) , 
8. 97 (s, 1H) 

®S£0T<I (FD-MS, m/z) :4 5 9 (M + ) 
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Wistar-Kyoto^5 v h (B#f-*-Jl>X'J'<-1±^£A^) «t t> VK^tttii U 
<>-lf>r&(Nephron, 22, 454 (1978)) fc£oT##tt£$RJKLfco -ft^ 
10%^'>JJSffJ&^ COT* FCS iBS-T) £^i;RPMI 1640 igftfe (OT. 
"T) *^T37t:©^T"5%^^7;>f >+^K-^-rt{cfc^T^L^o & 

*-*>*v<umm£2 4K¥-m?i<- bizmmi. io%fcs *$ws«ikt2 

5% FCS£t^giffiK£8IU $^(c3B^SLTii®^jt^^o Jggfc 
£&£U &tL*:«£500 /al ©igiftT*ft#&> 0. 1 %<5 ^mnTfrf I 
> (OT* BSAiB&f) £#frigJl6£2 5 0# l«jflnLfco ^^^7^4 
*K (OT> DMSOiBSt) CM$«fcWKflHto«zoi«i||(zl. 3 8^1 

fcigJIE^BBgi COT* PDGF-BB iBS^) £0. 1% BSAfc^friSttfcfcjBS^ 
C n^^«S*< 5 0 ng/ml (h 5 J: 9 * ^K- 2 5^1 f 8 o»] U 3 7 r 
T?l O^M-f >*^K- h Lfco igit&£R&fcU 5 0 0 ji 1 © 'J >IKft«£££ 

(pH7. 4) cot* pbs £!&■*-) -?»£&&&* w&\z.i%mumm. 

(1* Triton X100 * 2mM h'<*S>;Hfc*- h 'J liM xfU>^7 s >4 
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ft&2i- b H •> U (OTx EDTAiHfc-T) K >J XflHB^SdJfek (pH7. 

^eo»«[ic l «5 ^ u ;n«^- HJ A (OT. SDS iBSt) h 'J xijiffi 
^a^TK^^*^ L «t < L fco £ 2 0 # 1 Ico 7 . 5 %WSSL 

K£PVDF7>f Jl?-KmmUZ&mL :®7>r^-|:ol^iJ >Itfb^ni/ 
PDGF-BB ©SsJlDlcJ;!) gE«J >iMfc*£#fcPDffg$f* G^S : *&1 8 OKDa ) 

PDGF-BB «J{CJ;3PDGFgg#GDgSU >8Kb*£ 10 0%. tfPDGF-B 
B £mimlX\.^£\<^ *Mz&VZ>&Z<) yMitrnZOKtlX, &V*)UD& 
E'J >»<b*«-!ftJSCL^o 

>»biw**-rsiH»*jfta&* cn^&iHi»iaia^*»3eLTs sku^cpdcf 

Sff»SBU>ftfb5 0XBfiFWe (ICg^ S-g&Lfco 
*^®{b^#!OPDGF^S(*eE»J >IMb5 0%Plg&g ( I C 5Q ) tt 1 0 0 

SSftgE'J >IMb 5 0%ISg£& (I C Rn ) ©fg*** 2 Sic Starve 



WO 97/17329 PCT/JP96/D3229 

209 

* 2 m 

PDGFggftgB'J >m<t 
ffc£4»§- PI § S ^ ( I C 5Q : /zM) 

(2) 0. 4 4 

(6) 0. 45 

(8) 0. 1 0 

(16) 0. 0 5 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 05 

(4 4) 0. 0 0 6 

(4 5) 0. 0 14 

(4 6) 0. 0 2 1 

(4 7) 0. 0 4 3 

(49) 0. 018 

(5 0) 0. 0 6 7 

(51) 0. 009 

(52) 0. 03 

(53) 0. 010 

(54) 0. 0 03 

(55) 0. 0 03 

(56) 0. 0 04 

(57) 0. 006 

(58) 0. 002 
(5 9) 0. 0 04 
(6 0) 0. 0 04 
(6 3) 0. 4 0 
(66) 0. 13 
(6 7) 0. 1 1 
(68) 0. 44 
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1^6E©*itt fistar-Kyoto yyb (7il») (B*f- + -^X'J^<-tt*> 
£A#) ) fcffl^rtio tnC7 v hThy 1. IK*****; * n-^ftflr^&s 
OX-7 (Pathol. Int., 45, 409(1995)^-ffl^TM^L^) £1. 2mg/kg©ffl» 

OX-7«!^SBJ:&1B2IeU 8BHil«llPateLfco 

1 : $&#mz 2 5 KOT©8fl£SaE*B«> £ 

2 : ikBcttrtl;: 2 5-50 K®8fl$?£&efeS 

3 : ^*F*9^ 5 0-75 K®Kftft££fg& & 

4 : 75-100 %v>mwm*m#> £ 

37iJfcttU *#f*£<b<DWfl» (%) *n&Liz 0 ^EMtfe^tiBartlettj* 
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1 Omg/kg 11.7 P< 0. 0 5 

3 Omg/kg 1 0. 2 P< 0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 



1 tt£%f#*f 4 3<P<b^ft<D-y^xajfll^llWa (P 3 8 8) {c^f 5ta)B% 

a* 

f b&$l#-5§- 4 3 b&fete. L fc v * x mtt L TJiTF©i§ 0 g 

v>xSjfiL^TOP3 8 8«Hia (ATCC*>£A#) * 1 x 1 0 6 MU»*i»c 
gfLfcCDFjT-^T. <B*SLC4fcfr&A39 ©IMSrtC9 HHHtH^ 
1 0 0iig/kgitK«4J;9lw«illft^||*a:^LfciC5x »JW»lw»LT 
1 3 0%©M^m*^«>t»tLfco 



2 Jb£%l#^4 3©ftl&%f©b h/'J* — 7ftBfla (GLO 7) icafr&fiM 
t h*'»J*- ^«BJ!SGL0 7 (mttM»**9F^3r^&A^) **-K"*">* 
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WJH»lciij««:*14Bia«Bx -B-@HPt9:^L^o B ©M 

wfw^Txiu mmmmmnm (tgir) = (i-t x /c X ) x 

1 0 0£#a6fco tt4«IB!0tM*ttW*T% i^CTGl R lite 7 6%T£^ 

3 *%l%©fl:£ft<Pb h/U:fr-v«Ma (GL 0 7) C#^5Stmg£M 

7- K-7 U HHttttU 0 Omm 3 SJKlztto fcB&£-e&i¥©ffiiIft: 
»©¥i^6<^-lwtt*J;-5Cl»4K-foC»^*U 5 Omg/kgifcSJ; 

-^©Jffi&ttSS-T xtU JUUgJiUqW (TGIR) = (1-Tx/Cx) 
x 1 0 0£#a6*:o dft 3*£jk*o 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 62) 8 7 

(2 64) 6 3 

(2 6 7) 6 5 

(2 72) 84 



A^) Kv^K&fiiLs mm&nfrl 0 0 mm 3 igi:«,»T^ 

©M^^©¥^<^-^^*^9{-lP4E-fo{w^{j-^Lx 1 0 Omg/kg 

l/co ztuhommmmmm (tgib) ®e***4£i::jjr*-o 

f&43! 

ttl *g§ (TG I R96) 

(4 3) (58) 
COL-1 colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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-#9~1 0£©*g&DBA/l J NCrjv-5* (9 AM) (B#f- + -/l>X 

(K-4 1, ^5— y>t$fl5r5JHI£) % 1 5 mg© Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs.^bA#K 2. 5ol©£36tg&*i«fc 7 . 5 ml© 
^7d^> K7 K (Difco Labs. fri>h¥) i>bi7^v? 3 >£H 

S5!U vfx©Jifi«l=3aiHlOlBHil?2@^ lEE^fcOO. IbI&TS^LM 
tffifc£Sf#Lfco ^{i^l^^-^DMSO&^tl^tll 0%^fr£S:& 
ttttOttttlcSBSHK 2@|Ci7^vJ a >&^B5B^b 1 6 BRffiSBtt&rt 

mwm 7/10 70 

10mg/kg 1/9 11 

lOOmg/kg 0/10 0 



*tJ-rsci*<*iJBJL^o 
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m & & $g m 




(i) 



R^^tfRgteWJ^H. Cj-CgT^I/f^SK 
a 2 Mi:4^TC 2 -C 3 ©7;U+U>^fi£f"-5fc©T'*)«5. Wti 
CH£rt:tiN-£*>*K 
1. W*<CH©»^x 
(a) X(iO£*:liST**K Ql^ 
« (ID : 




K4ix mill, 2£fcl*3T#>frK RgliflSflKCN. OH, ad^v, 
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S (HI ) : 




a (IV) : 




mfe«tO f R 3 ' {i_hI2«hi^E^**9> R 4 liH N C : - C 5 T Jl* 

(b) XliO. S^^(4CH 2 -C**5n QfcU 
A (V) : 



? 5 . ,? 5 




o 1 
C 4 7;U+;l/T* > «9. AliCj- C ^7>V*)W C 1 - C 5 7)l>r-)l^ mft. 

f-;k 7'J;k f-xj=.;k K>v*-r;k ggKi/y'-oi^fciiC 0 -c . 7*>;u 
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^(Dmm&V^f- a 7 'J - £ V * « 9 - 1 tz It 1 0 -MO^iCcD'Xf- n T 
y-Jl/S"C*tK AT^fr£*lSC:ftte>©7-Mr;l'g, T'J-^S^fcti^xn 
7»J-Jl/£Bs CN> NO^ OH. NH 2> Cj-C^JM^k 
JI# CC 3 -C 1 Q ) 7;l/*Jk C 1 -C 4 r;i/=i + *>. C 1 -C 4 7;Urj + i/ 
#;U#\r^k Cj-CgTWk C j - C & 7^0*^ C x -C ^7Jl^r\y> 

C0 2 H N CONH 2 , N - (C 1 -C 4 7;U+^) 7 5 K\ N, N-v*- 
(C^C^W) 7i F\ C 2 - C 4 7>M^U7 5 F\ h'j7^o^f 
;k C j -C 4 7;U*;l/f"^ 7x-JK |j|7x-Jk 7iM-/, 11*7* 

y + i/s 7i-;Ws BJj7xi^f*x 7x-^ (C 1 -c 4 7;u^;b) x 
m&y*.-Jl (C 1 -C 4 7^*;U)n t'J^K t°7^-Jk f«J5 5?^k 
t°'J^>^;k t°aij^-;k f^U^-^k tW^-Jk *^kX7->-;K 
*jM*y.=.;k 4V U-'k *^/'J-;k OVW;k S^vy^^ifcti 
C 2 -C 4 7i/^e»aitR*n5 l-5MM^LTOTfc<};<, Btt. 
O x S x NH, NCN> NRg^^tiNORg R 6 ti C l - C g 7^ 

2. W*<N©*^ XteCK S^fc(iCH 2 -e*0x QkU 
5£ (V) : 




(V) 
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2. (I) 4\ Wj&<CHT&*K XtfOSfcliST&tK (II) > 

^ (in ) ttutt (iv) -e^£fts, !&*5ii=f5ic©*y y 

3. 5£ (I) # N W^CHT&tK X#OT-**K Q*<^ (II) „ 5£ (III ) 

4. 5£ (I) <k X#O x S*fctiCH 2 T-*0. Q*^ (V) T^StlS, 

5. £ (I) 4»n R^itfRgsWlSOfcCj -C 5 TJl*Jl,T:$>t)^ Qt5« 
5$ (V) K (V) *K jfc\fctfkj&<OT***K B li N 0. S. NOR c 

D 

6 . 5$ ( I ) rk R j is* R 2 *«fl9Jlw C x - C 5 7fo*)VZib t) . Q*< 
5£ (V) K (V) 4u j*<OT?*t)^ok*<lT**K *fcti j*<i7?*») 
*ok*<07*^ R 5 *<7K*tfc(iy^^-e*«9. B(i N 0> NH, 
NCN, NRg^fcttNORg (CC^ RgliC j - C g T;U+;l/T*5) T" 

7 . 5$ ( I ) *k R x *>* «k # R 2 jJWli: C 1 - C 5 7/U*;l/C* »K Q*< 
5£ (V) K (V) # x jfc^tfka^fcdlT*^ R 5 #fi»Jfc***fctt 

Blix 0. S x NH N NCN, NR g^fcteNOR g (CCT% 
R g tiC t -C 5 T^4-;UT?*«) T*&£] R!$?£l fcffift©* 
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8. 55 (VI) : 



O 




(VI) 



[5£tK W<iCH£7tliNT-£tK R 1 &±VR 2 IHBSUC C 1 - C & 7;l>* 

s-7f-;k t-yf^k 'Of-^k ^vof^k cfOfjk £/^da, 
S/^D^f-;k 7x-;k ^7^;k 7'j;k f-i-Jk fu^;u* 

(i'\xnT'J->'I/S(is 7^o x ?nn N ^ut, 3- H\ >7>\ t Ko + 
v/ N ^-hn N 7U N ^f-Jt/T^A ^jl^;U7~A 

-fv^nhVk 7f-;k ^v^f;k s-7*f-;k t-7*f-;k ^ h + s^ -x h 
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j (4 1 W>okiiOT^i?v R j *J J;CfR 2 ttlBSOfz C x - C g 7)\s*)VV 

nf;k 7>;k -fVT^k s-yf-;K t-7>;k t>f\>k -rvOf- 
;k i'^D'Ofjk i/^o^v'ibx is? 7x— ;k ^7^;k 

©T;M^Ug N 7>;-;l/S^fcli^xn7 , J--^S{is 7;M-n % *do n t*d 
3-Kx ->7A th'D + -XihD x 75 A t=f-)\,7iJ^ : J^^)IT 

)K t-y^-JW * h*>\ xh*>\ 7n**-A ^vro.f+v'tfcliyh 
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1 0. 5£ (VIII)' : 



R 5 Rs 




K*, WttCH*/r{iNT**K R 1 **:{iR 2 lifl»JCC 1 -C 5 T;u+ 

C 1 -C 4 7>'U^^;k v^o^>^;K 5/? o'Mr ->;k •>?n'v7f-;k 
C 1 -C 4 T^3 + ->*^#— 7xi;k ^f-Jk 7'J;k fi-^k < 
>V*Ok 7-fef-Jk b c 'JS>';k fUii?-^ en'Ji>-;k fXUv^k 

7;l/*->l/g> T'J-A^lfcli^fnT'J-X^lli, ^ny>, ->7V^ C0 2 
H x C ONH t Kd*«> % -ho, A Cj-C^WTS^^ ! J 

- (c 1 ~c 4 7;i/+;u) 7SA c j-c 5 7*>d*->n c 1 -c 5 7->;k 
c 1 -c 4 7;u+;u^^x F'J7;i/tD/f;k Cj-c^-M^k c 1 ~ 
C 4 7-rt/3**>Jk C 1 -C 4 T;l/3 + ->*;l/sK-^k n- (Cj-c^u* 
AO 7 5 H\ N, N- 'J- (C x - C 4 7-rt/4-;U) 7U\ c 2 ~ C 4 7 -Mr A 
Ti b\ xf |/>-^+a 7x-;K 7W*A I»7x-;k 0 7-0k 
£»J$>;k fcT^-Jk t°'J;y-;k tf»J^v?-;k *AJJk *fcti** % / 
U-^£giR£n<5 l~5<i©M&&£WLT^T&«k<s Btt N ' 0. S N N 
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11. & (IX) : 




[5£4\ WiiCH^^(iNT-*>t>x R x fccfcO'R 2 tii@SUlc C x - C 5 7Jb* 
;UT-*t)> Rgli^iJicTK^^^^^^^T*)*?^ AliC 1 -c 6 T^+;k 

C 1 -C 4 7;l/n + ->*;b*'— ;k 7x^JK ±y^JW y *) JK ^x— Jk < 
>V-Ok 7-kf-JW t°'J s*;k b°'J S v>^;k t'n 'J ;^;k f^U v^;k 

7j\s*ji^ 7 v -jimttiit^T-uT V ^d<t>, -/jy, co 2 

H, CONH^ h Ka + ->. - h n N 7iA C 1 - C 4 T)l*)l7 I A : s 
- (C 1 -C 4 T^+^) T * y n C 1 -C 5 T'>n + -> N C x - C & T ->;k 
C 1 -C 4 7;l/^;l/f-^-> M7;M-nyf-;k C^-C^-M^k Cj- 
C ^7hzi**/)K C j-C 4 7^3*->*;UsK->k N - (C 1 -C 4 7^+ 
>10 7$ h\ N, N-v*- (C. -C ,7;M=-;lO 7i h\ C 0 -C A 7)l*Jl 
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12. 5£ (VI) «K w^CH"e*5> If^i|8{cf2^©+y U >9i*#fc«k 

13. 5£ (vii ) w*<cht?£*x itJft^g^E*©*^ y >w*fc*5 

14. (viid «t\ w*<CH-e*5s »3&®i 0(cfElfe©^y y >^3i^ 

15. 5£ (IX) W*<CHT*5> 1 K§5i£©*y U 

«fc * *i s> ©H^tt ^ffps-e i^fe 

16. 5£ (X) : 



?s R 5 




(X) 
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R 5 li®giJ{C7K^*^(i^^T*t)> AtiC 1 -C 5 r;b+;k -> 
?n^>^;k S^o-Mr^k •>^oA.^f-;k 7 U Jk (^-C^^zr* 

07^+;^ SfcttT 'J-^SfcU OH, C0 2 H. 7JM-n^ *n a> 
* N 3-H\ - hD, 7$ A it- (c 1 -c 4 7;u+;i/) 7$ A x^U>x 
7-feh*^ C 1 -C 4 7>'U=»^^^;^-;k hU7;b 

*oy*;k C 1 -c 4 7;u*;k C 1 -C 4 7;Un + i/ N t°U^;k 

17. (XI) : 




«4\ WttCHSfctiNT&tK R 1 *fcliR 2 (i^@«iJ(cC 1 -C 5 7JU+ 

?nOf;^ S/*o'v*-v>;k n'V/f-yk 7 lUk C 1 ~C ^TJl^^r 

OT^Jim. ttziiTO-Jim^ OH, C0 2 H, 7;kto s ^dd, 7d 
* N 3~H\ -hP N 75A v- (C , -C ,.7;MM/) 7$y N ^*ls>i? 
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7-feh*>\ / C x -C 4 TJ\sZi*-i/ij)l+:—jl, hU7;l/ 

tn^f^k C 1 -C 4 7;U+>'K C j -C 4 T;l/3 + i/> bf'Jv^k £fc(i7 
i-;i/^t>3l^$tL5 l~5<I©g&S£WLT^Tt>J:i,\] -emt>£tiz* 

18. 5£ (I) W^CH-e*»9, Xt^OT&O, R 1 fc«fcO'R 2 *<cbt> 
(cy*;UT£*K Q5« (V) [•£ (V) ^ j fc«kO'k7&Wiil-0^^(ilT 

i-7^;k 'O^w^ A"emt>ztizztiz>®7 Ji*)i<m^ 7') -Jim 

*t^fn7';-A|l4, OHx C0 2 'H> 7;M-o % ^od, 7ot % 3- 
h\ -hn N 7;A f J- (C ^(^T-Mr^) 7 S >\ xfb^^ + k 
7-feh*i/ % C l -C 4 7Jl/3*'>*7;U*'-;k YVyMu}* 

JK C jL -C 4 7^;k C 1 -C 4 7;l/n+i/ N t'>J^;k *fcli7x_j^ 
£3#£ftSl~5<@0S&g££l-a>Tt>cl:<U BfcU CK NH X NC 
N\ NRg^^tiNORg Rg{iy^;l/T*5) T"*5] T^fr£*l 

19. (I) <K W^CH-e**3. R r R 2 *<«i:t)lcy^;UT*»}> 

2 0. 6, 7-->7 h + ->-4- (2-^ h + ->7i; + -» +;UX 6, 
h4">-4- (3-> h + '>7i; + >» *y D >\ 6, 7-v*y 
v/-4- (4-^ h + ">7x; + i/) *y ij 4- (3-7^o7xMi/) 
-6, 4- (3-tFo + v'7i; + >» -6, 7- 

h + U 4- (4-ynt7x; + i') -6, b*'s*J 
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U>> 4- (3, 4-^l> + ->7x; + -» -6, 7-^ h*^/'J>, 
6, 7-i?/ h*->-4- (1 --*-7f-;M"*» +7 U >\ 6, 7-^^ h + 
S/-4- (2-t7fm«» +;'J>x 6, 7->7 (5-y 
h + ->- 1 -t7f^+'» 'J 6, 7-'JJb*-i/-4- (6-n 
+ ->-2-t7fW-» 6, h + >-4- (7-y h + 

> >-2-t7fM+ > » +y'J>x 6, 7-->Vh**>-4- (5-*y«j;U 

*+*»+y»;>^ 6, 7-v?y h+^-4- (6-+y»;^*-» *y u > N 

4- (4— f>KU -6, 7-^> h + y+yj^ 4- (5->f> 
KU;M-*vO -6, 7-Wh*WJ>> 6, 7-^> h*->-4- (3 
h + «>7i-;W) +y U >£fcl*6, 7-iM h**>-4- (4-y h 

*;u^5.»?$n^ »#Eiic82tt©a; (i) T«&t> 

21. (4-n-7'f^7 i -^ {4- [(6, 7-^^h + ^-4- + 
>"J ;U) 7x-Jl/) t*J>^ (4 - t - 7"f;l/7x^;l/) {4- 

[(6, 7-^h+>>-4-+;>J;i/)t+^ 7x-;W (4- 
hij7;l/tnyf;b7x-;I/) {4- [(6. 7-y^ h + ->-4-+y UA) 
7xji;1/} (4-t-^7x^) {4- [ (6, 7- 

h + ->-4-*^- 1 /U— ^) 7*.-M (4-t-7*f- 

^7x-;b) {4- [(6. 7-^h+y-4-+yj;l/) 7x;jl/} 
**J N- {4- [ (6, 7-S>y h + ->-4-*y 'JA) **>0 7x; 
- >^o^-9->*;l/^1f S K\ N- {4- [ (6, 7-v» h*v/-4 

- (4- [ (6, 7-vM 4 7x_;H - (N, 

N--^W;;7xi;l/) *-M**1f$ F> N- {4- [ (6, h 
**/-4-*j *)M **^] 7x-M - (4-7-fef-;U7x-;l/) #;t,#* 
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H\ N— {4 — [ (6, 7-5M Y*i/-4-*J »J )V) 7x-^} 

- (4-n-7f;l/7x-^) 77;U*'*1K H\ N — {4- [ (6, 7->M h 
*v/-4-*V U;!/) 7x-;H - (4-7>*->7x.=.;u) *;m?* 
■frS h\ N- {4- [ (6. 7- ! J* h + ->-4- + yj;U) 7z_;P} 

- (4-^7x^1.) 77;l/*'4M*-$ h\ N- {4- [ (6, 7-Vi h + -> 
-4-+yjA) 7x-^} d^>* $ h\ N- 

(4-n-7'f;b7x-;l/) -N' - {4- [ (6, 7-^ h*->-4-*/ 
>JJU) 7x-;b} 7 1/7. N- (4-t-7*f;l/7x^) — N' - 

{4- [ (6. 7- : J/ h^v-4- + y U;lO 7x-;H ->l/7, N 

- (2-h'J7^D^f;l/7x-;l/) -N' - {4- [(6, 7-*JMb*i/ 
-4-4-ytfJlO ^-^v] 7x-i} 7 1/7, N — (3 - h U 7Jl/tP> ^;!/7 
*^^) — N' - {4- [(6, 7-^h + ->-4- + yj;l/)t+^] 7x 
-A} -71/ 7\ N- (4-h'j7;^n>f;l/7x^) -N' - {4- [(6. 
7-S» h + ^-4- + yj>»I/) 7x-A} 71/7, N— (2-*h* 
->7x^) — N' - {4- [ (6. 7-^y h + v/-4-+yj;b) 
7xz;H 7l/7x N- (3-^ h+>7x-;l/) — N' - {4- [ (6. 7- 
v^y h*'>-4-*/ 7x^;H 7U7, N- (4-y h*v/7 
x-;U) -N' - {4- [(6, 7-5M 4-*J *) )l) 7x 
-M N- (2-7Mn7x-;l/) -N' - {4- [ (6. 7-i?/ 
h + i/_4-4^y 7x^} 7 1/7, N- (3-7;Wo7x; 

;b) -N' - {4- [ (6, 7-s^y h*">-4-*y u;i/) 7x^1/} 

71/7^ N- (4-7;^D7x^) -N' - {4- [ (6, 7 - i? * 
-4-*/"J;U) 7x-;U} 7 1/7, N- (4-7-fe^;b7x-;U) - 

N' - {4- [ (6, 7-5M h*->-4-+y U;U) 7x-;U} 7 1/ 

7x N- {4- [ (6. 7-'?y h*->- 4 »;;!/) **vO 7x-;l/} - 
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N' -n-^nfc^^UT, N-n-7f\rt/-N' - {4- [(6, 7- f J/h 
*i/-4-*J \) )\,) **«>] 7±-)l??\s7s N- (2-7^D7xx^) 
-N' - {4- [ (6, h*i/-4-* + V')-A,) 7x-A} 

N— (2-^ h*->7x-^) -N' - {4- [ (6, 7-V/ h*-> 
-4 'J -d/) 7i-i} -7b?\ N— (3-^ h+>>7x^|/) 

-N' - {4- [ (6, h + '>-4-+^V*';-;U) 7xz;|/} 

*U7 N N- (4-^ h* < >7x-;i/) -N' - {4- [ (6. 7-V/ h*i/ 

- 4-*+W-)V) 7x-;b} uU7^ N-n-y^;l/-N' - {4 

- [(6, 7-^h*->-4-WJ-A) 7*. -=:;!/) »i7UT. 
{4-[(6, 7-^^ h*ris-4-*; VJDtJrisl? [4-^ijy7x 

{4-[(6, 7-2^ >)j»**i'i7*-ji} [4 

i/]7j,-ji) [4-t°^u >?;7x^i/] y*y>. n-(2.4-;?pd7xz 
;u)-N'-{4-[(6. 7-^ h + ->-4-*y 'J;l/)t*v/]7x^}-)i/7x N-(3. 
4-i?^oa7x-;b)-N'-{4-[(6, 7-7* h + >-4-+y 'JW'>]7x 
-<rt>}«7l/7\ N-(3. 5-^nn7x-;l,H , -{4-[(6, 7-7* h**-4-4- 

* U <7] 7 *^-;t/} N-(4-^dd-2-> f;l/7x-;W-IT -{4 
-[(6. 7-7* h + 7-4-*./ V JV)**i/l7 *-MQ\/Ts N-(3-7S *- 
4-^PD7x-;l/H'-{4-[(6, 7-7* h*<7-4-** U ;U)tf* 7]7 
MuU7^ N-{4-[(6, 7-7* h*'>4-+y'J^'>]7x-;H-N'-(2 
-f'J *)i,)QU7* N-(3. 4-iJ7;l/tD7x-Jl/H-{4-[(6, 7-7 

* h*7-4-+* l J^)t*v']7x^}9U7^ N-(2, 4, 5 — h 'J 7;Wa7 
i -;b)-N'-{4-[(6. 7-7* h*7-4-** 'J;^^7x-;l/}9l/7x N- 
(3~?do7x^K-{4-[(6, 7-7* b*7-4-** U-rt/)** S/] 7 *i 
Mvl<7* N-(4-t Ko+v/7x^)-ir-{4-[(6, 7-7* h*7-4-+* 
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